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*^^r *M S\-Wr^ IS. g.m±±, -fKESfl, 0)6] ^2:^ 

2:^«H 7)^^ Jf^-g-^ -B-^r-sV^l tes, o]^ s^f. 

«r. # ^ PPAR^l ^sfl ^lS.5]7li4 ^ 
1] 



^•71 ^HH, 

Ri-^r ^M- ^^£|7iq- ^l^^l d- 6 C1-6 £E^r C 3 - 

6 Afol^^clji; 



O" 
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R 2 ^ H, CN, C0 2 R\ CH 2 C0 2 R a , CONrV, 




*M igrsL^SLS. x\&S)7)H Cm Sfe C3-6 4°lt5t 

R b ^ r^- ^ ^r^s h, d- 6 m se^ C3-6 ^ms^oiji; R d ^ 

0, s se^ NR a ol4); 

Rs^ Cx-e C3-6 4°ltSt^, £E^r 1k3.&, CN, NH 2) N0 2) 0R\ *H^A], C x - 6 



OH, R a ^ ^71 ^); 

R4, Rb, Re ^ Ry^r ?^^m±.*LK, OH, 0S0 2 CH 3 , 0(CH 2 ) m R e , CH^, 0C0CH 2 0R \ 

0CH 2 CH 2 0R S iE^r 0CH 2 CH=CHR g c>lZL, R 5 ^- R 6 ^ 0CH 2 0« ^ <&A R* 

H, fe^l, C 3 - 6 4°ltSM, ^HH, 



to ^ *tf 

H 




S^r te^l, CN, NH 2 , N0 2) 0R a , CF 3 
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-I-N R d 



^l^ 0 !^! R 0CH 2 CH 2 R 8 aifc w oIji; R g ^ CN, NH 2) N0 2 g 0R a 



m 
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-fKE*|| ^ ^12:^ { INDENE DERIVATIVES AND PROCESS FOR THE 

PREPARATION THEREOF} 

<!> ■& ^T^^r ^m^Sr *r-g-*fl(PPAR, Peroxisome Proliferator 

Activated Receptors)^ lH3* S^h^ ^-%~=k 7}%\, ^fl-tr tKE.*]1 , o]^ 

< 2 > ^ #^<*fl #^Sr^^ ^-g-*fl(ppA 

R)^r ^bDS-O]^/^-^/^^ ^5£)5]l^e]( super family)^ #*Rr 

^14. PPAR^r ^^lfe <£b}^ e}#S.7r A = ^ (orphan) ^-g-^S^i ^-^s]^ 

PPAR^r s]^>=7> ^f-^ efl^^ol^ X ^-MKRXR, Retinoid X Receptor)^ o) 
# S3 DNA *)<lofl Ift^S^ 2-1^ 3U}o} 

^-g-W. 2.3 -fr^Kr PPAR ^iW-B)-^ (subtype)^] tCpS-} 
PPARy^ ^-f^ ^1 ^l^S. ^ ^ ^-teAH ^*Kr Jl^«, PPAR a ^ ^ 
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^ ^S. xl^tflAH ^*>fe S^^M, PPARS^I a^eofl 

tflA> ^ oflui^i -fr*H ^^H, 

<3> 3-8-71 «>%o.S. PPAR^r °l-g-*H ^l^fl^l ^l^^^Jl, rf^ 

3 <a^m^l PPARy ^ PPARa^ #^*L ^|-8-#^(full agonist)^ 7flljH s 

^5M. ^1 PPARy °fl ^tb ^-g-S-^^ <?1#^ h]^^ 

(NIDDM) ^# S.^^ ^o^^; m^*> JL^« q-Bj-tflr^-;-, Bj^^^^^CTZD, 
Thiazolidine-2,4-dione) 9? B| igu^ ^<g( n0 n-TZD)^ 3J-W°1 °H 

tb 1 ^ (/. ifetf. G&ew., 1996, 39, 5053.; /. ifet/. Chem. , 1998, 41, 5020.; /. Med. 
Chem., 1998, 41, 5037.; /. Med. Chem., 1998 , 41, 5055.; /. Med. Chem., 1998, 
41, 1927.; /. Med. Chem., 1999, 42, 3785.; Bioorg. Med. Chem. Lett., 1999, 
3329.; Bioorg. Med. Chem. Lett., 2000, 373.; Bioorg. Med. Chem. Lett., 2000, 
2453.; /. Med. Chem., 2001, 44, 2675.; /. Med. Chem., 2001, 44, 2061.; 
Bioorg. Med. Chem. Lett., 2001, 2385.; Chem. Pharm. Bull., 2002, 50, 1349.; 
J. Med. Chem., 2002, 45, 789.; /. Med. Chem ., 2002, 45, 1518.; Bio. Med. 
Chem. Lett., 2002, 77.; Bioorg. Med. Chem. Lett ., 2002, 333.; Chem. Pharm. 
Bull., 2003, 51, 138.; Bioorg. Med. Chem. Lett., 2003, 931.; Bioorg. Med. 
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Chem. Lett., 2003, 1801.; Bioorg. Med. Chem. Lett., 2003, 257.; J. Med. 
Chem., 2003, 46, 1306.; /. Med. Chem., 2003, 46, 3581.). 
<4> PPARy^l tfl*><s| ^ig-^l Jl4» ^ ^r^^^r 5? «1 BK^el^tl 

#*H1 4^- *H^7>, ^^ltfljLs|-(Cardiac hypertrophy), ^f#, 7i^-^ -fr^ 7} 

^ ^ ^4-§- °it^ xi^^ 

< 5 > ^e-H, PPARy^ 3=.%% ^ #^(SPPARM, 

Selective PPAR y Modulator)^ rfl^ 7fll!; 0 l sj^r^f. SPPARM^: ll^i^Hl 
*Hir S^-fr^r^ §1-5.1, ^7lt #^ Jf*}-g-^l ^ 

f^Hm 3-8-*>*l ^^S^ 7l^ #^ol Jf*]-g-.g- ojofl^ 7 fl 

A di4t ^fe^f {Molecular Cell, 2001, 8, 737; Molecular Endocrinology, 2003, 
17, 662; Molecular Endocrinology, 2002, 16, 2628). 



[^o] ol^.j7^ ^ 7}^ 3^]] 

<6> ^S-M, ^^^1 PPAR^l ^H^S 2l*J*H 7)&£\ Q# 
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<8> 



<9> Sj-'S}-^ 1 




<11> ^7} 

<12> ^M- 2)1^5. ^S^^- ^msj^l &£r, d- 6 ^ d- 6 £E^ C 3 



b c 



<i3> R 2 ^r H, CN, C0 2 R , CH 2 C0 2 R , CONRR 



b _c 



SM^; R ^ R^ zfrzj- =.^30.5. h, Ci-6 ^ C3-6 A>o]^^o]5i; 



R^r 0, S iE^r NR °]^); 
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Rs^ Cm C 3 -6 ^MtSt^, «S.5a, CN, NH 2 , N0 2 , OR*, ^l^X], Cl _ 



tX> t} *Q *Q V 

M" q-H^, n o s s n ^ ^ 



R4, Re, Re ^R^^^iSH, OH, 0S0 2 CH 3 , 0(CH 2 ) m R e , CH^, 0C0CH 2 0R g , 



0CH 2 CH 2 0R g 0CH 2 CH=CHR 8 o] 51 , R 5 <2}- R 6 ^ 0CH 2 0« ^ (<>M , R e 



H, C3-6 *M#5L<iH£, 



, iE^=r CN, NH 2 , N0 2 , 0R a , 



CF 3 ^COORS °]^<H^ ^oj^leI ^ o^T-o.^ X]^*] # 



-N R c 



■& r^ och 2 ch 2 r s he^ w 01^7; R g ^ tts:fflt CN> NHst NOs ^ 0R a 
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<16> 



siia ^-s^ 7i§f ^ ^ oi^^^i^. a^M, ^^Be, a> 



*lfl;3S|*l ^ Cm W°)3L', R 2 ^ H. CN, C0 2 R a , CH 2 C0 2 R a , CONrV J3^ 

3*11 ^"U; R 3 ^ Cm <M, C 3 - 6 aM#3.£^, iE^=r d- 6 <M g C 3 - 6 

S-^ZlsL o]^o]^\ ^o_ S JfB| #&\$. ^>uf ol^-0. S ^^-£)7^q. j^s)*] 



^^^S OH, OS0 2 CH 3 , 0(CH 2 ) m R e , CH 2 R f , 0C0CH 2 0R 8 , 0CH 2 CH 2 0R 8 
0CH 2 CH=CHR 8 ^l7^i4, R 5 Sf R 6 ^ ^ 0CH 2 0« ^^*>uL; R a ^ H 5E^r Cm %m<>laL; R d 
tt 0 5E^r NCH 3 o1zl; R e ^ H, te^ffl, C 3 - 6 AW€v3.^&, M-H^g, 




R 4 ^ Ry^r ^o]jl; R 5 ^ R 6 



-k> ;xx> 



, SEfe OH, pII^-aI, CF 3 ^ C00R ! 
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4^1:2; 0CH 2 CH 2 (C 6 H 5 ) J£^r 



-N R c 



w>^*}7llfe, Ri^r CHa^lJi; R 2 ^ H, CN, C0 2 R a 5E^ CONrV^jt; r 3 ^ 



C 



1-6 "M, S^r §>Uf Ci-6 ^1^7^- ^r^-, 2)] 



to ft ^ ; 9 V 

H Ol^7; R 5 W Rg O. ^ 



^3- 



0(CH 2 ) m R e iE^r CH 2 Rol7iq-, R 5 ^ R 6 ^ ^-7)1 OCHaO* 
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<22> #71 ^HH, Rl xflx] R 7 ^ #71 ^5ltt &o_T*\ t -arS^olt)-. 

<23> #71 «>-g-^ 5}-1§H 2^1 tfaj^j. ^m^)l# gr^s.^ 

^ s^l-i- ^ sacj-. oln)] J=fe<4 Al^ ^#(71*1- ^H^l)* ^ 

*H ^ SU^. M^l^Albl-^l T£i=. 0]C] ^A]-^^. J^Jg. 2-10 A} 

-§-^M £h§-°l M-S^fe *]$£r #71 2^1 ^-^"l-o] ^Jf ^til£|^ nflo]^, 

*ij=, ujM^m, oim# ^ ^7> t>i-^2)*H 2, 6-^13, 
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^ °}^} ^7l» 2-10^^= A>-g-^. WV-g- ^-JE^ 50-120 TC<>H ti>-§-A} ^-g- 
12-36 Aj^o] ^^>J7 «a-^^.H.oflA] ^^Kr 

£ir <^<*^ J±^§- 2 -10^# ^-g-°l f^.=)^r ^l^^r Sf«h^ 2^ 

^ ^S-S)^ "S^Utt m^r-i:, ^llM: ^ -g-*fl7> tfl-eJ-^H 

^ o^tH ^7]» 2-10^ ^-g-W. ^>-§-^^ 20-100 °C°H til-i-Al^ 
3-12X| #0]^. 3^ Sj-^^- T^pD^s.^c g:- oj-^S. -g-nl]ol| £ 

B.>Al-g-^vilolE^ ^ ^- 7 ]^7l ^ *H 1-3^^| Mfe*^ ^-§-Al^ 5)- 

*H1 lo] s)-^!-^ &r}-. olirfl ^Bfl^ sj-^j-xj 4 ^ W# 

<25> ^7) ^-g-A] lofl o^fl s^A] 1<3} ;g o. 7]^ ojAj^js. o] 

^ o]^^ f^Ajo.^ H^-Sq- A^o] sl-^ol ^A|ofl ^-A^i^ ol S= ol 

^-AjTV S^Al^ ^-f o]A^^j ^til-g-ofl 45.1- SE^r A]^ S^^o] A| 

$\ -fM-g-pfl no°CS 7>^-5r1-^ 1-2a1# o]iflo|l olA^xllS tfl^ 

^QQA. ^ x\]7}£\ 7>a1^-a1 ^ s§ 
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s&7] s)-*VAl 2 ^ JW#^r cf^- ia>-§-^ 2, 3, 4, 5, 6 5E^r 7^ «<HH1 
^*fl, iE^r ^ ^q<>] 51, 12179; /. Qr*. to., 

1993, 58, 4579; J. Chew. Soc, Perkin Trans I., 1992, 2985; Synthesis, 1991, 
115 & 176; /. Med. Chem. , 1988, 31, 1316 & 1754 H ^Sfl ^t<%Hk *r SU*}. 
[£-§-^ 2] 




<28> -^-7] ^HH, R 2 xfl^] R? ^- -# 7 ] tif^ ^-O.^, 5E^ *^ M °1 

1:71 clef. 
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<29> 1) #£3 0.3. ^pfl 7 }^ 7 ^ ^6|) o^f) ^Tfl afl^ ^ ol^ a}. 

5^6^ 5^## *&-g-*l^ 5)-^ 7^ W#^r ^^=h 6^| W 

S^l^^nilolEa]. ^ ^ 7 |^ 7l# 2-10^ Af-g^n} o}^]^, tH'fii-f.ol-Til 

ILQ ^ ^^7]. 3g£L^; ?§J>- 1-3^3] dt:^^-o>cl^.cfo]c 

£7 a>^>^ y>-§-^- ^A]^ ^ ojrf. yj-o.^^ 20- 

50°C7>, 1^7^ 3-15 y>-g-ol ^S)^ aJ- 7 ] g)-^ 

<30> 2) 73] ^-^-^-i: §^5.i:i^^V(PPA)# ^-pfl(5- 10^-^)3. A}-g-^^ 

^-g-^S^r 30-50 ^V-g-A]^ ^-f jib} 3^ 2^(8) s}^-* ^ & 

t}. ^-§-^l?i^ 3-12 Al^Vo] wT-hJ-^H tiV-g-ol A]^ Aj-7] 73] 

^l^iH^>(MSA)^m 3£| a) ^ ^M] °1 H (PPTS) ^ *l-g--3H 

<31> 3) 83] s^** A]~g-^ -t>^]# A>-g-§H 23] 

(5-15^-^)31 -tefl^^^o]^ 1,4-^^, EflH^l^S.^^ ^§-3] -g-nfll- A]~g- 
*H 50-120 IC^I^ «H-a]2] ^4- -frs^ 3q-^ 23) 3^#,g- ^ ^cf. ti} 
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#7l ^HH, R 2 ifl*l R 7 ^ s&7) ^Cf. 

1) O.S ^nfl 7}^5}^ ^*|3 ^ofl 3*fl T^l ^ 5)- 

9 ^ 103 ^HlS ^ *>-g-A|^ s)-^ no^ s|-^-#,g- ^^Vrf. 

20-80 °C7\, *};-§- 3-15 A]#ol H>^-3j*>^ ti]--§-ol ^.sj 
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<35> 2) 11^ TJ)l^i^A>(MSA)om- ^^x^^s^^ 

i-IHB(PPTS), l-^S^i^^CPPA)^- A>-g-«H 20-50 tl^^i wlr-g-Al^ 

^f, ^S?-^, 3^31 A>-g-S>^ ^^1^ 3-12 A^o] 

< 36 > ^ ^^"S-l-^l ^^^-#S.5)-olc^. A>-g-§}-0=j v+ ^m^Tgd^X] Wl-g-A] 

^ ^-f ^3h§-3)- ZL£\3\- ^r-g-o] <£4^ ^I^A] 3^-«VXj 12 o| 2)-^^- 

< 37 > 3) 3**H 12^ H^iLS A}-g-^ ^-S^H s|-11rk±} 2 £| S(- 

"T^# ^-§-^fe 1-5^"^ 3E)^T=l3Z)- ^ oftfl c* 7 ] ^7fl*H 1-3^^ 

fe, 1,4-^^ ^ -g-nfl^- A>-g-*H 20-70 "C^l^i «>-§-Al7l^ wM-Al^ 3-15 




14 
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<39> #7l *HH, R 2 tfl^l R 7 ^ ^"71 ^3^ W>4 

<40> 1) 7 ]--^ 7ll 4 ^oj] o}^ ^ ^ oj- ^f. 

*H 9 ^ 133 ^HlS. ^ *>-§-a]^ 14^ 

-g-^rSiir 20-70 °C7h tiTr^-A]^ 3-15 a^o] ^a^^t}. 
<4i> 2) 53"§M 143 ^ftl 4^3 ^l^SH^(MSA)olu)- ^sl^^-l-^-ffl^a 

tlHH(PPTS), 5E^r #5lS^^^KPPA)# Af-g-f}^ 20-50°C^l^i ^-§-^1^ 

^sHS-^, H^^l^g- wV^-Al^ 3-12 Al^o] ^hI-^u}-. 




15 16 
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#7l *\ R 2 ifl^l R 7 £- ^7} ^B\^Y V}Q Z£t\.. 

*HI 15^ W-i-^r sj-l^ 16^ -a vyo.^. 

^Al^lrf. t3>-g-^5L^ 50-100 °C7>, al-g-A]^ 0.5-3 A^o] w} 

^, ^ MV#3.ST3>SZLe|-3l|o11 ^-gfl ^71] ^o)^ ^ ^t|-. tflAlofl 

-§-*1H^ ^-g-^rS 50-100 °C, ^-§-^1^ 0.5-3 ^-91 SH-*!^ ^-MS. s|- 

^^SolEl ^ ^Bfl^ S\Q 7 ] R 2 7} S.<^ s)-^ 23] 

(Suzuki reaction), ^iH^HKHeck reaction) S^i^r A]--g-^ti|-. 

5&«h 16^ S)-^-*^: ?l^^n# Af-g-^o^ w>-g- 

* ^l^rA]^ ^ o^rf. sJ-^j-A] 16^ s)-^3i|- 1-5^-^5) ^f-s] a] a]-tJ|-e>l je. , i^^l 
^SvilolH ^4 70-150°C°lH *>-g-Ajz] ^-f ^^^] 7 > s^X) 2 ^ sMg- 

<M <2^§: ^ ^>-§-§-PflS.^ v)JE^m, cl^^fol-nlc^ ^ ^ 

-§- in fl7> ) ajr-i-AlTi^ 3-15 a^o] wV^aj^tj.. 
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<48> <#7) R 2 R 7 ^r #7] 

<49> 1) ^-71 ti>-§-^ 2, 3, 4, ^ 5<*IH ^Zt5\}S. ^5)7^ ^-X|3 ^d\) £)i5fl 

^Tfl ^lSm ^ 17^ «>-g-X|^ J^l-Al 18 oj 

f-^tb^-. ^- ^r-i-^r 1-3^3 N-w.^S.^o]n]c(NBS)« *}-8-*H Af^s)-^ 
-§-n]HH ^<2-1^b|H3L ti>-§-Al^cf. til-g^^ 50-100 °C7>, 

A R^r 0.5-3 Al^ol w^z]^ tiV-g-o] ^-7] J^*] 17^ 

o] nflo] 1 ^ j o]^ y>#3.S.^>siiel-5qoii 3§fl ^t\) s^y^i ^ ^14. 

^>-§-*>^ ^SrlBi -g-^Hl^l ^-§-^r£ 50-100 °C, ti>^-Al7>^: 0.5~3 *}Zt & 

< 50 > 2) 5*«H 18^ Wl-S^-Bl &T%t\& ^x.fl§ A r -g-*V iS7) «]:-§- (Suzuki 

reaction), ^l3.«]:-§-(Heck reaction), ill 5fl*HKStille react ion)^2|- nj^ 
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^^-§-# °Hi, ^^flSuiel ^ rf^V *\# 7 ] R37} £ 

(Suzuki reaction), «ll3.w]:-g-(Heck reaction), ^^^^(Stille 
reaction) S^i^- A}-g--Sl.tf. 

^Ajz] ^ ^rf. 183 1-5^3 ^-*Mo>u)-oli= f ^t]^]^ 

£ ifl o] Sj 6>ul j ^Afo]^. -a)- 70-150 "C^lAi til-g-Xlz] ^-f ^1^^7> 3- 

23 ^^-i-i- ^Tfl ^ 9X^. ^T-g-g-^S^ ^H Si ^ > 3P|)^i^.O>nl 

^3- ^ ^^-^7>, ^Al^ 3-15 x\7j-o) w>^-3)§>rf. 

-a-71 til-g-^i 2, 3, 4, 5 ^ 6<M 5)-^ 23 W# # « 

71 W>-§-^ 7<*H ^A]^ Hl-f-^ <?1^3 MaLBH ^°o^ ^^15 




19 



2 



121-27 




1020040025217 



<54> #71 R 2 ifl^l R 7 ^ tfy] ^^tb fe, Y^r B)^, 

Ci-6 5Efe ^^lojji, o 5E^r 1 ifl^l 5^1 ^^o]uf. 

<55> 1) 19S. SAlsj^. ol^l^ 2}-f-#<i| ^1^1 Y7> *1 E]^, o>nl 

HV-g-A]^ rfo^ tg^cq ^1^1 7> JE<?m ^vai 2 ^ ^Tfl ^ & 

iL^l^S-CDCC)^ AT-g-^c^ ^#.§.5.^ -g-Pfl^l^ Aj-^oflA] i- 

12aR>^<£ S^VAl^ s)-^-Aj 2 B\ ^Mr^r 
<56> ^r^sf-#^: ^~§-t]r ^St-^^ ^ a]-^^ 1-2^0) e^ofl 

Ho}^ ^ o}^ <g7l# A]~g-^ t^^s^^- -g-rrfloflA-l 0-30°C^]^ 1-5^1^ 

DEAD C^H^ 0 >S^7>^eflolH) SE^r DIAD (i^M^s^ o} S rq ^>4^s|] o] S ) 
1- eflHB^ILiMf^ 5Efe « -§-*lHH ^-S-^IE. 0-30°C, wTr-g-Al^i 1-12*1 *b§^ 

<57> ^ 5E^r ^Ji^-g-^ ^f-^H 



121-28 



1020040025217 



S^HH *S oj-^jS. 
N,N-t^p|]^ ^s.o>n]j=i5HH h>-§-^£ 20°C-100°C, ^t-g-Al^t 3-12^1 £ 

< 58 > 2) s)-* 1 -^ 193. S^tt <?M «Jls)<i| Y7> Ci-6 «gbS7l 

-§-■§: tpj^ *l^*fl7> 3E<Sm 2^ 3*^-#-§- =r 

^r-S-^r ^1^1 SH^^H w.^^-g-^ ^ 1-3^-^ N-til£ 

^a]o] nl^(NBS)# AH-^H ^>^^^ -§M)«*fH ^^HS. SA}^-^ 

^-§-to^ 50-100 t^h 0.5-3 u>^^ wl-g-o] 

ol^E]Su|Hm ^")# A>-§-*M A>^s)-^ -g-*lHH tiV-g-grlE 50-100'C, #-g-Al 
^ 0.5-3 ^ tiV^l^ ^S^fr ^ 

<59> fe^lsl- «]:-g-^: i^tb #^-^1 ^ *| 

«y ^-§-aE:£^ 1-2^-^ A}-§-^.aj cjf^l^, tflsel-^^ 
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°C, «>-§-Al^ 1-7 Al^o]cf. tc)-5} 1-3^-^ ^^-o>ol^.rfol^.s. 

< 60 > 3) 193. SAlSJ^ ^1^1 iffl^ljis)^) ^l^HH n o] 0°1j1 Y 

7> ^ jjL f ^c]^ ^fls. A^^j. ^(Suzuki reaction), *fl3.i£ 

-§-(Heck reaction), ^^SHa>-§-(Stille reaction)^^ 7±£- ^-^-hjl o^g. 

°Hi, ^Bfl^JlS] ^ Cf<#1& ^Bflo] ^^-7] 7> 5)-eVAl 30} ^ 

^Tfl ^Stt nr &t}. ^^jls ^ ^^7] Suzuki 

reaction), «fl a«V-g- (Heck reaction), ^^el]ti>-§-(Stille reaction) ^>-§-^!: 
^. 

<6i> ^- ^o]) tcf-e}- ^SS]^- 1JL o]^1 -fKE^<i| rflS^^l ^ 
ii^ 4^- a 14 ^-cf. 
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'H-NMR (CDCh , 300 MHz) 8 




8.28 (d, J=2.4Hz, 1H), 7.44-7,42 (m, 5H), 7.16 (d, J = 8.4 
Hz, 1H), 6.86 (dd, J=8.4Hz, J=2.4Hz, 1H) , 4.16 (q, J = 7.1 Hz, 
2H), 4.13 ( 8> 3H), 3.89 (s, 3H), 1.05 (t, J=7.1Hz, 3H) 




8.41(d, J = 2.2Hz, 1H), 7.45(s, 5H), 7.17(d, J = 8.4Hz, 1H), 
6.89(dd, J = 8.4, 2.4Hz, 1H), 4.85 (m, 1H) , 4.15<q, J=7.0Hz, 
2H), 3.91(s, 3H), 1.53(d, J=6.3 Hz, 6H), 1.06(t, J = 7.1Hz, 
3H) 




8.38<d, J=2.2Hz, 1H), 7.43-7,34(m, 10H), 7.16(d, J=8,6Hz, 
1H), 6.80(dd, J = 8.3, 2,2 Hz, 1H) , 5,55(s, 2H), 4.01(q, J 
7.1 Hz, 2H), 3.86(s, 3H) , 0.89(t, J=7.1Hz, 3H) 




8.35(d, J-2.2Hz, 1H), 7.43(s, 5H) , 7.16(d, J=8.2Hz, 1H) , 6.86 

(dd, J=8,4, 2.2 Hz, 1H), 4.28(q, J=7.0 Hz, 2H), 4.12(q, J=7.0 

Hz, 2H), 3.89(8, 3H), 1.25 (t, J = 7.0 Hz, 3H) 1.03(t, J=7.1Hz, 
3H) 




8.34(d, J=2.2Hz, 1H), 7.43(s, 5H), 7.27-7.13 (m, 6 H) . 6.87 
(dd, J = 8.3, 2.2Hz, 1H), 4,27(t, J=6.4Hz, 2H), 4.03(q, J = 
7.0 Hz, 2H), 3.89(s, 3H) , 2.73(t, J = 6.4 Hz, 2H), 2.38(m, 
2H), 0,97(t, J = 7,0 Hz, 3H) 






8.33 (d, J=2,6Hz, 1H), 7.43(s, 5H), 7.15(d, J=8.4Hz, 1H), 
6.83(q, J = 8.4, 2.6 Hz, 1H), 5.50(t, J = 6.5 Hz, 1H), 4.92(d, 
J=6,5 Hz, 2H), 4.09 (q, J - 7.0 Hz, 2H) , 3.87(s, 3H), 1.79 (d, 
J=2.2 Hz, 6H), 1.00 (t, J = 7.0 Hz, 3H) 



8.37(d, J=2,6Hz, 1H), 7,43(s, 5H), 7.17(d, J=8.4Hz, 1H), 6.86 
(dd, J=8.4, J=2,6Hz, 1H), 4.35 - 4.04 Cm," 4H), 3.89(s, 3H), 
2.45 (m, 1H), 1.05-0. 97(m, 9H) 



8.27 (d, J = 2.6 Hz, 1H), 7.49-7.31 (m, 5H), 7,13 (d, J = 8.2 
Hz, 1H), 6.85 (dd, J = 8,2, 2,6 Hz, 1H),5,02 (sept, J-6.6 Hz, 
1H) 4.27-4.10 (m, 5H) 3.74 (t, J=4.6 Hz, 4H)) 2.83 (t, J = 5,6 
Hz, 2H)> 2.59 (t, J = 4.6 Hz, 4H) 1.05 (d, J=6,6 Hz, 6H), mp 
79-8 HC 
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l H-NMR (CDCI3 , 200 MHz) 5 


9 


Ol^o Yo 

^^^^^^ iT^) ^ 


8.27 (d, J - 2.2 Hz, 1H), 7.43 (s, 5H) , 7.31 - 7,17 (m, 5H), 7. 
15 (d, J = 8.1 Hz, 1H), 6.84 (dd, J = 8,2, 2.2 Hz, 1H), 4.16 - 
4.03 (m, 7H), 2.82 (t, J = 7.1 Hz, 2H), 2.13 (m, 2H), 1.04 (t, 
J = 7.1 Hz, 3H). 


10 


o" 


8.30 (d, J = 2.4 Hz, 1H), 7,51 - 7.24 (m, 10H), 7.16 (d, J = 
8.3 Hz, 1H), 6,85 (dd, J = 8,3, 2,4 Hz, 1H) , 4.31 - 4.08 (m, 
7H), 3.13 (t, J = 7.1 Hz, 2H), 1.05 (t, J = 7.1 Hz, 3H) , 






8.28 (d, J = 2.4 Hz, 1H), 7.86 (dd, J = 1.4, 0,8 Hz, 1H), 7.54 
(dd, J = 1.8, 1.4 Hz, III), 7.38 - 7.19 (m, 6H), 6.90 (dd, J = 
8.4, 2,4 Hz, 1H), 6.68 (dd, J = 1.8, 0,8 Hz, 1H), 4.31 (q, J 
= 7.1 Hz, 2H), 4.1-4.01 (m, 5H), 2.84 (t, 2H) , 2.14 (m, 2H), 
1.28 (t, 3H 


11 




12 




9.42 (bra, 1H), 8.60 (d, J = 2.2 Hz, 1H), 7.44 (s, 5H), 7.11 
(d, J = 2.2 Hz, 1H), 7,11 (d, J = 8.2 Hz, 1H), -6.85 (dd, J = 
8.2, 2,2 Hz, 1H), 4.14 (q, J = 7.1 Hz, 2H) , 1.03 (t, J = 7,1 
Hz, 3H). 


13 




7,57 — 7.53 (m 2H) 7 47~7 40 (m ^Hl 7 m—n on f m em 
7.08(d, J = 1.9 Hz, 1H), 6.74(dd, J = 8.6, 1.9 Hz, 1H), 4.27 
(q, J = 7.1 Hz, 2H), 4.24 (s, 3H) , 4.01(t, J =6.4 Hz, 2H), 2.84 
(t, J = 7.5 Hz, 2H), 2.84 (t, J - 7.5 Hz, 2H), 2,14 (m, 2H), 
1.24 (t, J = 7.1 Hz, 3H). 


14 




9.69 (br, 1H), 8,59 (a, 1H), 7.64 - 7.36 (m, 5H), 7.38 (d, J = 
8.2 Hz, 1H), 6.85 (dd, J = 8.2, 2.2 Hz, 1H), 6.29 (s, 1H), 
4.13 (s, 1H). 






8.26(d, J=2.4Hz, 1H), 7.44-7.42(m, *5H), 7.28-7, 13(m, 6H), 
6.83(dd, J=8.4, 2.4Hz, 1H), 4.16-4,08 (m, 5H), 4.04 (t, J = 
6.6 Hz, 2H), 2.65(t, J=7.2 Hz, 2H), 1.85(m, 2H), 1.67 (m, 2H) , 
1.54 (m, 2H) 1.04 (t, J=7.1Hz, 3H), 


15 


o — -x^c, 


16 




7,57 - 7,54 (m, 2H) , 7,43 - 7.41 (m, 3H), 7,31-7.07(m, 6H), " 
7.07 (d, J = 2,1 Hz, 1H), 6,77(dd, J=8.4, 2.1 Hz, 1H), 
4.30-4.28 (m, 5H), 3,99 (t, J = 6.6 Hz, 2H), 2.66(t, J=7.2 
Hz, 2H), 1.84(m, 2H), 1,69 (m, 2H), 1.54 (m, 2H) 1.25 (t, 
J«7.1Hz, 3H). 
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17 



18 



19 



20 



:, xx 



l l\-MR (CDC1 3 , 200 MHz) fi 



8.37(d, J=2.1Hz ,1H), 7,45~7.42( m , 5H), 7.30-7.26(m, 3H), 
7.11(dd } J=8.1, 2.1Hz, 1H), 6.93(d, J=8.7Hz, 2H) t 4.88(s> 2H), 
4.19~4.09(m, 5H), L06(t, J=7.1Hz, 3H) 



8.32 (d> J=2.4Hz, 1H), 7,44(s, 5H), 7,29-7.16(01, 3H), 
6,94-6.87(m, , 3H) , 4.44-4. 19(m, 4H) , 4.17~4.07(m, 5H), 
1.05(t, J = 7.1 Hz, 3H) 



ccr< 





8.44(d, J=2,8Hz, 1H), 7,92-7, 82(m, 4H), 7.59-7.44(m, 8H), 
7.18(d, J = 8.3 Hz, 1H), 6.96(dd, J=8.4, 2.6 Hz, 1H) , 5.32(s, 
2H), 4,19-4.07(m, 5H), 1.05 (t, J=7>0 Hz, 3H) 



8.22 (d, J = 2.4 Hz, 1H), 7.65-7.18 (m, 1H) , 6.87 (dd, J = 
8.3, 2.4 Hz, 1H), 6.41 (s, 1H), 4.12 (s, 3H) , 4.07 (t, J = 6.2 
Hz, 211), 2.83 (t, J = 7.2 Hz, 2H), 2.12 (m, 2H). 



21 




22 




23 



8 ' 28 (d, J = 2.4 Hz, 1H), 7.88 - 7.85 (m, 2H) , 7.43 - 7.36 (m, 

8H), 7.14 (d, J = 8.1 Hz, 1H), 6.85 (dd, J = 8.1, 2.4 Hz, 1H), 

4.41 (t, J = 6.9 Hz, 2H), 4.12 (q, J - 7,1 Hz, 2H) , 4.11 (s, 

3H), 3.22 (t, J = 6.6 Hz, 3H) , 2.47 (s, 3H), 1.04 (t, J = 7.1 
Hz, 3H). 



'H NMR (200 MHz, CDCh) 68.27(d, J=2,0Hz, 1H), 8.27(s, 5H), 
7.29-6.81(m, 7H), 4.11(s, 3H), 4.06(t, J=6.3Hz, 2H), 3.67(s, 
3H), 2.83(t, J=7.1Hz, 2H) , 2.13(p, J=6.5Hz, 2H) 



8.28(d, J=2.4Hz, 1H), 7.43(s, 5H), 7,25-7.07(m, 3H) , 
6.86-6, 76(m, 3H), 5,09(br, 1H), 4,27-4.03(m, 7H), 3.04(t, 
J=7.0Hz, 2H), 1.04(t, J=7,lHz, 3H) 



24 




8.26(d, J=2,4Hz, 1H), 7.43(m, 5H), 7.18(d, J = 8.2 Hz, III), 
6.83(dd, J=8.2, 2.4Hz, 1H), 4.29-4.04(m, 7H), 1.96 - 1.50 
(m,15H), 1.04 (t, J=7.1Hz, 3H) 
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SHU: ^ 


'H-NMR (CDCI 3f 200 MHz) 8 


25 


O 




8.26 (d, J=2.2Hz> 1H), 7.43 (m, 5H), 7.25 (d> J = 8,2Hz,lH), 
6.84 (dd, J=8,2, 2.2Hz, 1H), 4.28~4.04(m, 7H) , 1,79-0.76 Cm, 
13H) 


26 


Hi 


c 


,9 


8.35 (d, J=2.4Hz, 1H), 7.44-7,12 (m, 11H), 6,91 (dd, J=8.4, 
2.4Hz, 1H), 6,77 (d, J=15,8Hz, 1H), 6,43 (m, 1H), 4.78 (m, 2H), 
4.29-4.08 (m, 5H), 1.05 (t, J=7.2Hz, 3H) 


27 


V 






8.27 (d, J=2.4Hz, 1H), 7.43 (s, 5H), 7,3 - 7,04 (ra, 5H), 6.84 
(dd, J = 1H), 4.27 (t, J = 6,8 Hz, 2H), 4.16-4.09 (m, 5H), 
3.16 (t, J=6.8Hz. 2H), 1.04 (t, J=7.1Hz, 3H) 


28 


o" 


H 


°~\ 


8.27 (d, J=2.1Hz, 1H), 7.43(s, 5H), 7.31 - 6.93 (m, 5H) , 6,84 
(dd, J=8.4, 2.4 Hz, 1H), 4.26 (t, J = 6,9 Hz, 1H), 
4.16-4.09(m, 5H), 3,16(t, J = 6.9 Hz. 2H), 1.04(t, J = 7.0 
Hz, 3H) 


29 




H 


°A 


8.27 (d, J-2.4Hz, 1H), 7.43(s, 5H) , 7.31 - 6.95 (m, 5H), 6,83 
(dd, J = 8.4, 2.2 Hz, 1H), 4,21 (t, J = 6.8 Hz, 2H), 
4.14-4. 09(m, 5H), 3.11 (t, J = 6,8 Hz. 2H), 1,04 (t, J=7.1Hz, 
3H) 


30 






°-\ 


8,27 (d, .1=2. 6Hz, 1H), 7.55-7,44 (m, 9H), 7.15 (d, J = 8,4 Hz, 
1H), 6.84 (dd, J = 8,4, 2.4Hz, III), 4.29 (t, J=6.6Hz, 2H), 
4,18-4.03(m, 5H), 3.18 (t, J=6. 8Hz, 2H) , 1.04 (t, J=7,lIIz, 3H) 


31 




°A 


8.37 (d, J = 2,2 Hz, 1H), 8.07 (m, 2H) , 7,55-7.15 (m, 8H), 
6.93 (dd, J = 8.4, 2.2 Hz, 1H), 5.12 (s, 2H), 4,28-4,03 (m, 
5H), 3.92 (s, 3H), 1,05 (t, J = 7,1 Hz, 3H) 


32 








8,27(d, J=2,4Hz, 1H), 7.69-6.90(m, 12H), 5.57(t, J=4.5Hz, 
1H), 4.19(s, 3H), 4,05(t, J=6.3Hz, 2H) , 3.22(p, J=7.2Hz, 1H) , 
2,82(t, J=7.1Hz, 2H), 2.14(p, J=6,5Hz, 2H) , 0.88(t, J=7.2Hz, 
3H) 
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-T-S 


J H-NMR (CDCh. 200 MHz) 6 


33 


07 m 




8.28 (d. J = 2,6 Hz, 1H), 7.43 (s, 5H), 7.16 (d, J = 8.2 Hz, 
HI), 6.86 (dd, J = 8.2, 2.6 Hz, 1H), 4.22 - 4.09 («, 7H), 3,74 
(t, J = 4.5 Hz, 4H), 2.82 (t, J = 5.6 Hz, 2H), 2.59 (t, J = 
4,5 Hz, 4H), 1.04 (t, J = 7.1 Hz, 3H), mp 102- 104 °C 


34 


O 


°-\ 


8.27 (d, J-2,4Hz, 1H). 7.44(s, 5H), 7.15(d, J=8.4Hz> 1H), 6.86 
(dd, J = 8.4, 2,4 Hz, 1H), 4.26(m, 1H), 4.16-4. 10(m, 7H), 
2.91(t, J=5.9Hz, 2H), 2.47-2.40(m, 5H), 1.82(b, 5H), 
1.63( t 2H), 1.04(t, J=7,2Hz, 3H) 


35 


0^ ,^ 


8.28 (d, J - 2.7 Hz, HI) , 7.41-7.14 (m, 4H), 7.05 (d, J = 8.1 
Hz, 1H), 6.86 (dd, J = 8.1, 2.7 Hz. 1H) , 4.17 (s, 3H). 4,13 
(q, J = 7.1 Hz, 2H), 3.89 (s, 3H), 1.01 (t, J = 7.1 Hz, 3H). 


36 


O 


a 


8.28(d, J=2.4Hz, 1H), 7.44(s, 5H), 7.15(d, J=8.2Hz, 1H) , 
6.86(dd, J = 8,4, 2,4Hz, 1H) , 4.29 - 4.08 (m, 7H), 2,86( t, 
J=5.7Hz, 2H), 2.80-2.55(m, 8H) , 2.34 (s, 3H), 1.05(t, J=7.2 
Hz, 3H) 


37 




8.30(m» 1H), 7,36-7. 26(m, 14H), 3.59 (s, 3H) . 


38 


0 


3 


7.68-6.85 (m, 13H), 5,40 (d, J=7.8Hz, 1H), 4.19 (s, 3H), 4.03 
(t, J=6.3Hz, 2H), 2.82 (t, J=7.1Hz, 2H) , 2,12 (sept, J=6.5Hz, 
2H), 0.90(d, J=6,5Hz, 6H) 


39 




7,75-6.79(m, 13H), 5,51(d, J=7,8Hz, 1H), 4.19(s, 3H), 4.04(t, 
J=6.3Hz, 2H), 3.75(m, 1H), 2.82(t, J=7.1Hz, 2H), 2,13(p, 
J=6.5Hz, 2H), 1,34-1.21(111. 10H) 


40 




7,82-6.87(m, 13H), 4.11(s, 3H), 4.06(t t J=6.3Hz, 2H), 
3.66-3. 26(m> 8H), 2,85(t, JN7.1Hz, 2H), 2.16(p, J=6.5Hz, 211) 
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'H-NMR (CDClg, 200 MHz) 8 




o" , 


7.89-6.80011, 8H), 4.21(s, 3H) , 4,16(1, J = 5.4Hz, 2H), 3.86(n, 
1H). 3.75(t, J=4.8Hz, 4H), 2.83(t, J=5.4Hz, 2H) 2.60(t, 
J=4.8Hz, 4H), 1,63-1. 18(m, 10H) 


41 




42 


o — ^ 


8.51 (d, J = 8.4 Hz, 1H), 7.45 (s, 5H), 7.29 - 7.14 (m. 5H), 
6,88 - 6.80 (m, 2H), 4.27 - 4.11 (m, 5H), 3.96 (t, J = 6.3 Hz, 
2H), 2.78 (t, J = 6.3 Hz, 2H), 2.10 (m, 2H), 1.06 (t, J = 7.1 
Hz, 3H). 






8.57(s, 1H) 7.45-7. 15(m, 12H) 4.60(s, 2H) 4. 17-4, 13(m, 5H) 
3.75-3.63(m, 2H) 2.99~2.84(m, 2H) 1.25-1. 10(m, 3H) 


43 




44 




8.22 (d, J - 2.5 Hz, 1H), 7.63-7.60 (m, 2H), 7.47-7.39 (m, 
4H), 6.85 (dd, J = 8.3, 2.5 Hz, 1H), 6.39 (s, 1H) , 4,07 (s, 
3H), 3.86 (s, 3H). 


45 




7.56 - 7.53 (m, 2H) , 7.44 - 7.41 (m, 3H), 7.31 (d, J = 8.6 Hz, 
1H), 7.12 (d, J = 1.9 Hz, 1H), 6.78 (dd, J = 8.2, 2.2 Hz, 1H) , 
4.31 - 4,11 ( m , 4H), 3.75 (t, J = 4.5 Hz, 4H), 2.83 (t, J = 
5.6 Hz, 2H), 2.59 (t, J - 4,5 Hz, 4H), 1.24 (t, J = 7.1 Hz, 
3H), mp 151- 152*0 


46 




8.27(d, J=2,6Hz, 1H), 7.44(s, 5H) , 7.17(d, J=8.6Hz, 1H), 
6.89(dd, J=8>2, 2.4Hz, 1H), 4.38 (t, J = 6.2 Hz, 2H), 
419-4. 08(m, 5H) , 3.66(t, J=6,2Hz, 2H), 1.05(t, J=7.2Hz, 3H) 


47 




8.26 (d, /=: 2.4 Hz, 1H) 7.33-7.30 (m, 2H) 7.29-7.27 (m, 4H) 
6.84 (dd, 8.3, 2.4 Hz, 2H) 4.19 (t, J = 5.5 Hz, 2H) 3.74 
(t, / = 4.7 Hz, 4H) 2.82 (t, J = 5.5 Hz, 2H) 2.59 (t, J = 4.7 
Hz, 4H) 1.39 (s, 9H) 


48 


cf § 


5 8,18 (s, 1H), 7.43 (s, 5H), 6.72 (s, 1H), 6.02 (s, 2H), 4.14 
(q, 7.0Hz, 2H), 4.12 (s, 3H), 1,04 (t, >7.0Hz. 3H), mp 
119-121 °C 
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'II-NMR (CDCh, 200 MHz) 8 



49 



8,26(s, 1H) 8,06-8.00(m, 2H) 7.52-7. 14(m, 9H) 5.17(s, 2H) 
4.18(s, 3H) 4,12-4.00(01, 1H) 3,90(s. 3H) 0.92(s, 3H) 0.89(s, 
3H) 



50 




8.26(8, 1H) 7.46-7.41(111, 5H) 7.19-7. 15(m, 1H) 6.87~6,81(m, 
1H) 4.18~4.04(m, 6H) 3.76~3,71(m, 4H) 2.85-2.80(m, 2H) 
2.62~2.57(m, 4H) 0.91(s, 3H) 0.88(s. 3H) , mp 123-125 TC 



51 




8.27 (d, J=2,2 Hz, 1H) 7.50-7,40(m, 5H) 7.18 (d, J=8.2 Hz, 
1H) 6.86 (dd, J=8.2, 2.2 Hz, 1H) 5.60 (brs, 1H) 4.19 (s, 3H) 
4.18 (t, J=5.6 Hz, 2H) 3.73 (t, J=4,8 Hz, 4H) 2,81 (t, J=5.6 
Hz, 2H) 2.73-2.65(m, 1H) 2.58 (t, J=4,8 Hz, 4H) 0.75-0,50 (m, 
4H) 




8.27(s, 1H), 7.46-6.81(111, 7H) , 5.42(m, 1H), 4.19(t, J=5.4Hz, 
2H), 3.74(t, J=4.8Hz, 4H) 2.83(t, J=5.4Hz, 2H), 2.59(t, 
J=4.8Hz, 4H), 0.97(s, 3H) 0.94(s, 3H) 



8,66~7.00(m, 8H), 4.17(s, 3H), 4,15(q, 7=7.2 Hz, 2H), 
3.89(s, 3H), 3.70(s, 2H), 1.26(t, 7=7.2 Hz, 3H) 



54 




7,56~6,98(m, 8H), 4.31(s, 3H), 4.22(q, 7=7.2 Hz, 2H), 
3,87(s, 3H), 3.68(s, 2H), 1.28(t, 7=7.2 Hz, 3H) 



55 




8.47 (d, J = 8.0 Hz, 1H), 8.37 (d, J = 2.0 Hz, 1H), 7.50 - 
7.43 (in, 6H), 7.15 (d, J = 8.1 Hz, 1H), 6.86 - 6.81 (m, 2H) , 
5.43 (brd, 1H), 4.35 (t, J = 6.6 Hz, 2H) , 4.15 (s, 3H), 4,02 
(m, 1H), 3,20 (t, J = 6.6 Hz, 2H), 2,60 (q, J = 7.4 Hz, 2H), 
1.24 (t, J = 7.4 Hz, 3H), 0,90 (d , J = 6,7 Hz, 611) 



56 




8,27 (s, 1H), 7.36-7,16 (m, 10H), 6.85 (dd, 7 = 8,0, 2.4 Hz, 
1H), 4,15 (q, 7= 7.1 Hz, 2H) , 4,11 (s, 3H), 4,05 (t, 7= 6,2 
Hz, 2H), 2.82 (t, 7= 7.8 Hz, 2H), 2,42 (s, 3H), 2.05-2.15 (m, 
2H), 1.10 (t, 7 = 7.1 Hz. 3H). 
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58 



59 



60 






l H-NMR (CDC1 3 , 200 MHz) 8 



8.26 (d, 7 = 2.4 Hz, 1H), 7,52-7.49 (m, 2H), 7.41 (d, 7 = 2.4 
Hz, 1H), 7.30-7.15 (m, 6H), 6.89 (dd, 7 = 8.4, 2.4 Hz, 1H) 
4.28 ( q. 7 = 7.2 Hz, 2H), 4.09 (s, 3H) , 4.05 (t, 7 = 6.0 
Hz,2H), 2.82 (t, J - 7.2 Hz, 2H), 2.15-2.11 (m, 2H) , 1.26 (t, 7 
= 7,2, 3H) 



8.26 (s, 1H), 7.44-7.09 (m, 10H), 6.82 (dd, 7 = 8.0, 2.4 Hz, 

1H), 4.13 (q, 7 = 7.4 Hz, 2H), 4.12 (s, 3H), 4.04 (t, 7 = 6.2 
Hz, 2H), 

2.82 (t, 7 = 7.4 Hz, 2H), 2.15-2.12 (m, 2H) 1.10 (t, 7 = 7.2 
Hz, 3H). 



8.25 (d, 7 = 2.4 Hz, 1H), 7.47 (d, 7 = 8.4 Hz, 1H), 6.97 (d, 7 
= 4.0 Hz, 1H), 6.90 (dd, 7 = 8,4, 2.8 Hz, 1H), 4.31 (q, 7 = 7.2 
Hz, 1H, 2H), 4,08-4.03 On, 5H) , 2.82 (t, 7 = 7.2 Hz, 2H), 
2.15-2.11 (m, 2H). 1.30 (t, 7 = 7.2 Hz, 3H) 



8.26 (d, 7 = 2.8 Hz, 1H), 7.35-7.15 (m, 8H), 7.03 (d, 7 = 7.6 

Hz, 1H), 6.92 (d, 7 = 8.8 Hz, 1H), 6.84 (dd, 7 = 8.4, 2.8 Hz, 

1H), 4.16-4.01 (m, 7H), 2.82 (t, 7= 8.0 Hz, 2H) , 2.40 (s, 

3H), 2.15-2.11 (m, 2H), 1.06 (t, 7= 7.6 Hz, 3H) 



o 



61 




8.27 (d, 7- 2.4 Hz, 1H), 7.71-7.70 (m, 1H) > 7.54-7.52 (ra, 
1H), 7.44-6.84 (m, 14H) , 7,30-4.01(m, 7H), 2.82 (t, 7= 7.6 
Hz, 2H), 2.16-2,09 (m, 2H), 1.43 (t, 7= 6,8 Hz, 3H) 



62 




8.26 (s, 1H), 7,32-7.15 (m, 6H), 7.00-6.83 (m, 4H) , 6.02 (s, 
2H), 4.21 (q, 7= 7.2 Hz, 2H) , 4.09 (s, 3H), 4.03 (t, 2H), 2.82 
(t, 7 =7.2 Hz, 2H), 2,12 (m, 2H), 1,16 (t, 7 = 7.2 Hz, 311) 



63 




8.74-8.72 (m, 1H), 8,20 (d, 7= 2.8 Hz, 1H) , 7.97 (d, 7= 8.4 
Hz, 1H), 7,77-7.76 (m, 2H) , 7.31-7,26 (m, 3H), 7.23-7.17 (m, 
3H), 6,90 (dd, 7 = 8.4, 2.4 Hz, 1H), 6,86 (s, 1H) , 4.14 (s, 
3H), 4,06 (t, 7 = 6,4 Hz, 2H), 2.83 (t, 7 = 8.0 Hz, 2H), 
2,10-2,17 (m, 2H) 



64 




8.28 (d; 7= 2.8 Hz, 1H), 7.74 (d, 7= 8.4 Hz, 1H), 7.59 (d, 7 
= 1.6 Hz, 1H), 7.29-7.19 (m, 5H), 7.00 (d, 7= 4,0 Hz, 1H), 
6.92 (dd, 7= 8.4, 2.4 Hz, 1H), 6,69-6.57 (m, 1H) , 4.40 (q, 7 
= 7.2 Hz, 2H), 4,08 (s, 3H), 4.05 (t, 7 = 6.4 Hz, 2H), 2.83 
(t, 7= 7,6 Hz, 2H), 2,16-2.13 (m, 2H), 1.37 (t, 7= 7.2 Hz, 
3H) 
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#31 




'H-NMR (CDCI3, 200 MHz ) 6 


65 




o" 

f 




8.22 (d, 7= 2.4 Hz, 1H), 7,30-7,17 (m, 6H), 6.89 (dd, 7 = 
8.4, 2.8 Hz, 1H), 4.37 (q, 7 = 7.2 Hz, 2H) , 4.10-4.00 (m, 5H), 
2.81 (t, 7 = 7.2 Hz, 2H), 2.74 (t. 7 = 7.2 Hz, 2H), 2.15-2.09 
(m, 2H), 1.40 (t, 7 = 7.2 Hz, 3H) 1,24 (t, 7 = 7.2 Hz, 3H) 


66 




o 

°-\ 


8.20 (d, 7 = 2.4 Hz, 1H), 7.30-7.17 (m, 6H) , 6.89 (dd, 7 = 
8.0, 2.4 Hz, 1H), 3.97 (q, 7 = 7.2 Hz, 2H), 4,06-4.03 (m, 5H), 
2,82 (t. 7 =7.2 Hz, 2H), 2,33 (s, 3H), 2.12-2.10 (m, 2H) , 
1.40 (t, 7 = 7.2 Hz, 3H) 


67 








8.26 (d, 7 ~ 2.4 Hz, 1H), 7,58 (dd, 7 = 2.4, 1,6 Hz, 1H), 7.42 
(m, 1H), 7.30-7.26 (m, 4H), 7.23-7,19 (m, 3H) , 6,87 (d, 7 = 
2.8 Hz, 1H), 4.22 (q, 7 = 7.2 Hz, 2H), 4.07 (s, 3H) , 4.05 (t, 
7 =6.4 Hz, 2H), 2.82 (t, 7=7.6 Hz, 2H), 2,15-2.13 (m, 2H) ' 
1.20 (t, 7 = 7.2 Hz, 3H) 


68 






8,22 (d, 7= 2.4 Hz, 1H), 7.31-7.17 (ra, 6H) , 6.83 (dd, 7 = 8,4, 
2.4 Hz, 1H), 4.38 (q, 7 = 7.2 Hz, 2H), 4.02 (t, 7 ~ 6.4 Hz! 
2H), 4.00 (s, 3H), 2.81 (t, 7= 7.8 Hz, 2H), 2.14-2,05 (m, 211),' 
1,40 (t, 7= 7.2 Hz, 3H), 1,08-1.03 (m, 4H). 


69 




°-\ 


8,27 (d, 7= 2.0 Hz, 1H), 7,58-7.57 (m, 1H), 7.43-7,41 (m, 
1H). 7.31-7,27 (m, 2H), 6.89 (dd, 7= 8.2, 2.0 Hz, 1H) , 
4.26-4.19 (m, 4H) , 4,10 (s, 3H), 3,76-3.74 (m, 4H), 2.84 (t, 7 
= 5.2 Hz, 211), 2.61-2.59 (m, 4H) , 1,20 (t, 7= 7.6 Hz, 3H) ' 


70 


XX 


. c 

0 




8.29 (d, 7 = 2,4 Hz, 1H), 7.90 (d 7 = 8 0 H? im 7 fi9 (a t 
= 8,0 Hz, 1H), 7.54 (s, 1H), 7,40-7.30 (m, 2H), 7.28-7,24 (m, 
2H), 7.22-7.18 (m, 3H), 7.05 (d, 7= 8,4 Hz, 1H), 6.82-6.78 (m, 
1H), 4.17 (s, 3H), 4.07-3.97 (m, 4H), 2.82 (t, 7= 7.2 Hz, 2H), 
2.12 (t, 7= 7.2 Hz, 2H), 0.78 (t, 7= 7.2 Hz, 3H) 


71 






8.26 (d, 7 = 2.4 Hz, 1H), 7.93 (d, 7 = 8,4 Hz, 1H), 7.54 (d, 7 
= 4.0 Hz, 211), 7,29-7.26 (in, 2H), 7.22-7.16 (m, 3H) , 6.90 (dd, 
7= 8,4, 2.4 Hz, 1H) ( 4,34 (q, 7= 7.2 Hz, 2H), 4.05 (s, 3H), 
3.77-3.75 Cm, 2H), 2,82 (t, 7 = 7,2 Hz, 2H), 2.14-2.10 (m. 
2H), 1,36 (t, 7 = 7.2 Hz, 3H) 


72 






8,26 (d, 7= 2,4 Hz, 1H), 7.40 (d, 7= 8.4 Hz, 1H), 7.31-7.18 
(m, 5H), 6.83 (d, 7= 8.4, 2,8 Hz, 1H), 4.36 (q, 7= 7.2 Hz, 
2H), 4.03 (t, 7= 6.2 Hz, 2H), 4.00 (s, 3H), 2.81 (t, 7- 7.8 
Hz, 2H), 2,76-2.68 (m, 1H), 2.152.08 (m, 2H), 1.85-1.72 (m, 
4H), 1.38 (t, 7= 7.0 Hz, 3H) , 0.85 (t, 7= 7.4 Hz. 6H) 
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3W# =f-& 



'H-NMR (CDC 1 3 , 200 MHz) 6 



73 



O a 




8.28-6.82(m, 13H), 5,57(brs, 2H), 4,23(s, 3H) , 4.05(t, 7=6.0 
Hz, 2H), 2,83(t, 7=7,2, 2H), 2.16-2.05(m, 2H) 



74 



oux 



75 




8,25(s, 1H), 7.49-6.84(m, 12H), 5.39(d, J = 8.5Hz, 1H) , 
4.19(s, 3H), 4.01(m, 1H), 3.96(d, J=5,3Hz, 2H), 3,92(d, 
J=6,5Hz, 2H), 3,75(£, J = 8,9Hz, 2H), 3;55(s, 2H) , 2.84(t, 
J=S,9Hz, 2H), 0,92(s, 3H) , 0.88(s. 3H) 



76 





8.29 (d, 7=2.3Hz, 1H), 7.72-7.55 (m, 5H) , 7.44 (d, 7 =8, 3Hz, 
1H), 7.31-7.17 (m, 5H), 6.96 (dd, 7=8.3, 2.3Hz, 1H), 4.47 
(s, 3H), 4.08 (t, 7=6.2Hz, 2H) , 2.83 (t, 7 =6. 2Hz, 2H), 
2,12(m, 2H), 
mp 126- 128 *C 



8.08 (s, 1H), 7.45 (s, 5H), 6,71 (s, 1H), 5.97 (s, 2H), 5.65 
(brs, lH), 4.15 (s, 3H), 4.13-3.96 (m, 1H), 0,92 (d, 
7=7. 6Hz, 6H) 



8.55 (s, 1H), 7.45 (s, 5H), 7.44-7.15 (m, 3H) , 4.17 (q, 
J = 7.1Hz, 2H), 4.13 (s, 3H). 3.70 (t, J = 4.8Hz, 4H), 3,57 (s, 
2H), 2.46 (t, J = 4,8Hz, 410, 1.07 (t, J = 7.1Hz, 3H) 



8,55 (d, J=4,4Hz, 1H), 8,28 (d, 2,3Hz, 1H), 7,53-7,43 On, 
4H), 7.34-7,26 (m, 2H), 7.17-7.12 (m, 2H), 6.84 (dd, 
J=8.3Hz, J=2.3Hz, 1H), 4.44 (t, J=6,6Hz, 2H), 4.15-4.08 (m, 
5H), 3,29 (t, J=.6,6Hz> 2H), 1,02 (t, J=7.1Hz, 3H) 



79 



8.39(d, J=3.3Hz, 1H), 8,27(d, J=2.4Hz, 1H) , 7.43(s, 5H), 
7.26(m, 1H), 7.21-7, lKm, 2H) , 6.86(d, J=2,4Hz, 1H), 4.43(t, 
J=6.5Hz, 2H), 4.39-4.07(m, 5H), 3.25(t, J=6.5Hz, 2H), 2.62(q, 
J=7.3Hz, 2H), l,04(t, J=6.1Hz, 3H) 




8.55(m, 1H), 8.26(d, J=2.6Hz, 1H), 7.63(m, 1H), 7.49-7.43(m, 
4H>, 7.27(m, 2H), 7.15(m, 2H), 6.83(dd, J=8.3Hz, J=2.6Hz, 1H), 
4,43(t, J=6.7Hz, 2H), 4,18(s, 3H), 3.28(t, J=6.5Hz, 2H), 
0.90(d, J=5,3Hz, 6H) t mp 124-126'C 
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81 



82 



83 



84 



85 



86 





'H-NMR (CDC1 3 , 200 MHz) 6 



8.39(s, 1H), 8.25(d, J=1.8Hz, 1H), 7.47~7.45(m, 7H), 
7.21-7. 14(m, 2H), 6.82(dd, J=8.2Hz, J=2.0Hz, 1H) , 4.39(t. 
J=6,6Hz, 2H), 4.17(s, 3H), 4.06(m, 1H), 3.25(t, J=6.25Hz, 2H), 
2.63(q, J=7.4Hz, 2H), 0.90(d, J=6.5Hz, 3H) 







8.22 (d, J = 2.4 Hz, 1H), 7.64-7.35 (m, 6H), 6.88 (dd, J = 

8.3, 2,4 Hz, 1H), 6,42 (s, 1H), 4.18 (t, J = 6,4 Hz, 2 H), 

4.10 (s, 3 H), 3.74 (t, J = 4.5 Hz, 4H), 2.83 (t, J = 5,6 Hz, 
2H), 2.59 (t, J = 4.5 Hz, 4H), mp 122-123 'C 



8.13 (s, 1H), 7.57-7,30 (m, 5H) , 6.85 (s, 1H), 4.21 (q, 7 = 7.2 
Hz, 2H), 3.92 (s, 3H) , 3.36 (s, 3H), 3.30 (s, 3H)> 1.15 (t, 7 = 
7.2 Hz, 3H) 



8 >26 (d, J = 2.6 Hz, 1H), 7.26-7.23 (m, 5H), 7.15 (d, J - 8.2 
Hz, 1H), 6.86 (dd, J = 8.2, 2.6 Hz, 1H), 4.18 (t, J=5.2 Hz) 
4.11 (s, 3H), 3.82 (d, J=6.6Hz, 2H) 3.72 (t, J=4,6 Hz, 4H)) 
2.84 (t, J = 5.2 Hz, 2H), 2.57 (t, J = 4,6 Hz, 4H) 1.65 (sept, 
J=6,6 Hz) 0.68 (d, J=6,6 Hz, 6H) 



8.28~-6.85(m, 8H), 4.28-4. 10(m, 2H) , 4.10(s, 3H), 3.73(t, 
7=4.8 Hz, 4H), 3.66(s, 3H), 2.82(t, 7=5,4 Hz, 2H), 2,58(t t 
7=4,8 Hz, 4H) 



7,53-6.76(m, 8H) t 4,24~4.10(m, 2H), 4.24(s, 3H). 3.79(s, 
3H), 3.75(t, 7=4.8 Hz, 4H), 2.83(t, 7=5.4 Hz, 2H), 2,59(t, 
7=4.8 Hz, 4H) 



87 



88 




8.28~6.82(m, 8H), 4.20(t, 7=5.6 Hz, 2H), 4.12(s, 3H), 4.02(t, 
7=6.5 H Z) 2H), 3.74(t, 7=4,8 Hz, 4H) , 2.85(t, 7=5,6 Hz, 2H) , 
2,61(t, 7=4.8 Hz, 4H), 1.48-l,25(m, 211), 0.87(t, 7=5.4 Hz, 
3H) 



8.27 (d, 7 = 2.4 Hz, 1H), 7,45-7,42 (m, 2H) , 7.17-7.11 (m, 3H), 
6.87 (dd, 7= 8.0, 2.4 Hz, 1H), 4.23-4.12 (m, 7H), 3.77-3.75 
(m, 4H), 2.86 (t, 7= 5,6 Hz, 2H), 2.65-2.60 (m, 4H), 1,10 (t> 
7 = 7.2 Hz, 3H) 



121-41 
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1- ^35: 





'H-NMR (CDCl 3 , 200 MHz) 8 



8.61 (d, 7 = 4.8 Hz, 1H), 8.39 (d, 7 = 2.4 Hz, 1H), 7.73 (t, 7 
= 7.6 Hz, 1H), 7.55 (d, 7 = 7.6, 1H), 7.48-7.21 (m, 6H) , 7.17 
(d, 7 = 8,4 Hz, 1H), 6.94 (dd, 7 = 2.4, 1H), 5.28 (s, 2H), 
4.12(8, 3H) 4.12(q, 7 = 6.8 Hz, 2H), 1.04 (t, 7 = 6.8 Hz, 3H) 





8.41 ( S) 7 = 2.4 Hz, 1H) , 8,19 (dd, 7 = 2.0 Hz, 1H), 7.69 (t, 

1H), 7.15 (s, 5H), 7.28 (d, 7 = 8,4 Hz, 1H) , 7,13 (dd, 7 = 2.0 

Hz, 1H), 7.01-6,95 (m, 2H), 4,13 (q, 7 = 7.2 Hz, 2H) , 4,11 (s 
3H), 1.05 ( t, 7= 7.2 Hz, 3H) 



8.38 (s, 1H), 7,44 (s, 5H) 7.28 (t, 7 = 8.0 Hz, 1H), 7,05-6.91 
Cm, 4H), 5.13 (s, 2H), 4.12 (s, 3H), 4.13 (q, 7 = 7,2 Hz, 2H) 
1.04 (t, 7 = 7.2 Hz, 3H) 



8 ' 23 < d . J* 2.4 Hz, 1H), 7.59-7.58 (m, 1H), 7.44-7.43 (m, 

1H), 7.31-7.27 (m, 2H) , 6,86 (dd, J = 7.6, 2.4 Hz, 1H), 5.68 
(d, 7 = 8.0 Hz, 1H), 4.18-4.10 (m, 6H), 3.75-3.72 (m, 4H), 
2.81 (t, 7 = 5,6 Hz, 2H), 2.60-2.57 (m. 4H), 1.03 (d, 7 = 6.4 
Hz, 6H) 





8 - 27 W, 7 = 2.4 Hz, 1H), 7.41 (d, 7 = 8.0 Hz, 1H) , 6.85 (dd, 7 
8.4, 2.8 Hz, 1H), 4.36 (q, 7 = 7.2 Hz, 2H), 4.18 (t, 7 = 5.8 
Hz, 2H), 4.00 (s, 3H), 3.74 (t. 7 = 4.6 Hz, 4H), 2.82 (t, 7 = 
5.6 Hz, 2H), 2.73-2.68 (m, 1H), 2.58 (t, 7 = 4.6 Hz, 4H), 
1.82-1.75 (m, 4H), 1.39 ( t, /- 7.2 Hz, 3H), 0.85 (t, 7 = 7.2 
Hz, 6H), 



8.28 (s, 7 = 2.4 Hz, 1H), 7.92 (d, J = 6.4 Hz, 1H), 7.70 (d, 7 
6,4 Hz, 1H), 7.43-7,35 (m, 2H), 7.04 (d, 7 = 8.8 Hz, 1H), 
6.81 (dd, 7 = 2,4 Hz, 1H) 4,21 (s, 3H), 4,17 (t, 7 = 5.6 Hz! 
2H), 3.85 (m, 1H), 3.73 (t, 7 = 4.4 Hz, 4H), 2.82 (t, 7 = 5.6 
Hz, 2H), 2.58 (t, 7 = 4.4 Hz, 4H) , 0.74 (d, 3H), 0.59 (d, 3H), 
mp 77-79 V 



95 




8.24 (d, 7 = 2.4 Hz, 1H), 7.51-7.48 (m, 2H), 7,18-7.13 (m, 
3H), 6.84 (dd, 7=7.6, 2,4 Hz, 1H), 5.53 (d, 7 = 8.0 Hz, 1H), 
4.19-4.16 (m, 5H), 4.12-4.01 (m, 1H), 3,75-3.72 (m, 4H), 2.81 
(t, 7= 5,6 Hz, 2H), 2.59-2,57 (m, 4H) , 0.95 (d, 7= 6.4 Hz, 
6H) 



96 



8.25 (d, 7= 2.4 Hz, 1H), 7.33 (d, 7= 8,4 Hz, 1H), 6,28 (dd, 7 
= 8,4, 2.4 Hz, 1H), 4.27 (m. 1H), 4.17 (t, 7 = 5.6 Hz, 2H) 
4,08 (s, 3H), 3.73 (m, 4H), 2.81 (t, 7- 5.6 Hz, 2H), 2.59-2.51 
(m, 5H), 1,80 (m, 4H) 1.27 (d, 7= 6.4 Hz, 6H), 0.88 (t, 7 
7,2 Hz, 6H) 
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A H-NMR (CDC1 3 , 200 MHz) 8 


97 




8.27 (d, / = 2.4 Hz, 1H), 6.89 (s, 2H) , 6.82-6.76 (m, 2H), 
4.15-4.09 (a, 5H), 4.01 (q, /= 6.8 Hz, 2H), 3.74-3.72 (m, 
4H), 2.82 (t, / = 5.6 Hz, 2H), 2.59-2,57 (m, 4H), 2.32 (s, 3H), 
2.04 (s, 6H), 1.26 ( t, J= 6.8 Hz, 3H). 


98 


/v N 0 


8.28 (d, /= 2.4 Hz, 1H), 7.20-7.16 (m, 1H) , 7.07 (d, J* 7.6 
Hz, 2H), 6,83 (dd, 7= 7.8, 2.4 Hz, 1H), 6.76 U = 8.4 Hz, 1H), 
4.21-4.17 (m, 5H), 3.99 (q, /= 7.2 Hz, 2H) , 3.74-3.72 (m, 4H), 
2,82 (t, /= 5.6 Hz, 2H), 2.60-2.57 (m, 4H) , 2.09 (s,6H), 0.81 
(t, / = 7.2 Hz, 3H) 


99 


-o. s 


8.53 (d, J=4.9 Hz, 1H), 8.48 (d, J = 8.3 Hz, 1H) , 7.60 (m, 1H), 
7,48 - 7.43 (m, 5H), 7.24 - 7.13 (m, 2H), 6.87 - 6,81 (m, 2H), 
5.42 (brs, 1H), 4.37 (t, J = 6.6 Hz, 2H) , 4.15 (s, 3H), 4,08 
Cm, 1H), 3.24 (t, J = 6.6 Hz, 2H). 0.90 (d, J = 6.7 Hz, 6H) , mp 
158- 159 'C 


100 


•0. ^ 


8.49 (d, J = 9.0 hz, 1H), 7.48 - 7,44 (m, 5H), 6.84 - 6.82 (m, 
2H), 5.47 (brd, 1H) , 4.15 (s, 3H), 4.10 (t, J = 5,6 hz, 2H), 
4.05 (m, 1H), 3.71 (t, J = 4,3 Hz, 4H) , 2.77 (t, J = 5.6 Hz, 
2H), 2.55 (t, J = 4.3 hz, 4H), 0.90 (d, J = 6.5 Hz, 6H), mp 
134-137 1! 
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as 




'H-NMR (CDCb, 200 MHz) 8 


101 




7,57-7.54 (m, 2H), 7.43-7.41 (m, 3H), 7.30 (d, >8.4Hz. 1H), 7.12 
(d, /=1.8Hz, 1H), 6.78 (dd, /=8.4, 1.8Hz, 1H), 5.17 (quin, /=6.2Hz, 
1H), 4.25 (s, 3H) r 4.15 (t, >5.6Hz, 2H), 3.76 (t, /=4.4Hz, 4H), 2.83 
(t, /=5.6Hz, 2H), 2.59 (t, >4.4Hz, 4H), 1.23 (d, /=6.2Hz, 6H) t 
mp 153-155TC 


102 




8.63(lH f d, J=2Hz), 8.25QH, d, J-2Hz), 7.63UH, m), 7.40(1H, m), 
7.29C2H, m), 7.15QH, m), 7.19(3H, m), 6.87C1H, m), 5.44(1H, d, 
J-8.5Hz), 446C2H, t, J=6.6Hz), 4.22(3H, s), 4.09C1H, m), 3.31 (2H, t, 
J-6.6Hz), 0.97C6H, d, J=6.6Hz) 


103 


F 


8.40(1H, d, J=2Hz), 8.28(1H, d, J=2Hz>, 7.47(2H, m), 7.3(1H, m), 
7.23C2H, m), 7.19(2H, m), 6.86(1H, m), 5.3C1H, d, J=7Hz), 4.43(2H, 
t, J=6.6Hz), 4.2(3H, s), 4.05C1H, m), 3.27C2H, t, J=6.6Hz), 2.64(2H, 
q, J=7.6Hz), 1.24(3H, t, J=7.6Hz), 0.97(6H, d, J=6.7Hz) 


104 


V- 


5 8 28 (1H H / = 9 A "HVl 7 Q1 (9T-1 <4 r - an 7c;q (otj a 
/ = 8.0 Hz), 7.10 (1H, d, / = 8.4 Hz, 1H), 6.88 (1H, dd, / = 2.4, 
6.0 Hz), 4.13-4.21 (7H, m), 3.74 (4H, t, J - 4.8 Hz), 2.83 (2H, t, / 
= 5.6 Hz), 2.59 (4H, t, J = 4.4 Hz), 1,07 (3H, t, /=7.2 Hz) 


105 


0 N 


8 8.55 (1H, d, / = 5.2 Hz), 8.26 (1H, d, / = 2.4 Hz), 7.61-7.65 
(1H, m), 7.42 (5H, s), 7.29 (1H, d, / = 7.6 Hz), 7.14-7.17 (1H, m), 
7.10 (1H, d, J = 8.4 Hz), 6.82 (1H, dd, / = 2.4, 8.4 Hz), 4.96-5.02 
(1H, m), 4.43 (2H, t, / = 6.4 Hz), 4.12 (3H, s), 3.29 (2H, t, / = 
6.4 Hz), 1.04 (6H, d, /«6.4 Hz) 



<76> 1) 6-^^-Al-l-( ^ ^-^^01^1^-^-4 A] )-3-S|l^-lH- , ?l ^1-2-^^1^]; 6\] ^ 6fl 

<?7> 2) iES^ o] ±.-ff-£-X\ )-6-v\) ^-a] -3-5)1 ^-1H-^1 ^l-2-7> ^> <*H 

<78> 3) l-(^^-^^olT3l^-^-^Al)-6-^aAl-3-^^-lH-^^-2-7fS^Al^- 6fl^ 6Q 

<79> 4) l-(^^-^^olnl^-^-^A])-6-^^Al-3-^^-iH-^^-2-7}^4 A l-t> ^ 
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^31 s 

<so> 5) 6-^1 4 A 1 -l-(M&^-&\]"d¥.3.*£. o) pj ^-tf-^X] )-3-sf| ^-lH-<y ^-2-7}-=. 4*1 °\) 

<8i> 6) 6-^11^-^1 e ^-(2-^11 ^ o] p1 ^-N -A-*) )-3-^)l ^-lH-^l iffl-2-7> = 4*1 a> 

<82> 7) 1-(^^-^^^^^^-^-^a])-6-^4a1-3-^^-ih-^^-2-^s^-a1a> 611^ 

<83> 8 ) 1- ( M ^ o] p] ;t-y^4 X\ ) -6- ( 2-£I si -4- <Q 4*1 ) -3- 2)1 ^ - 1H- °1 t&-2-?} = 

4 A 1 ^ °1^H^ ofl^Bfls. 
<84> 9) 1- ( ^ g^pfl ^ o] p) ^-m-SlX] )-3-3J)l^l-6-(3-sll^HS.^-Al )-lH-<£ ^-2-71-214*1 

<85> 10) l-(^^-^Molpl^-^-^Al)-6-^vil^^l-3-4^-iH-<5]^-2-7>^Al^ ofl 

<86> 11) 3-^-3-°d-l-(^^-^} €°1 ^1 ^-7^4*1 )-6-(3-5|l ^S.4*l )-lfl-ol v&-2-?} 

<87> 12) 6--&1 ^4*1 -l-(^g^-^l ^ o] P] i^-yV -A-X\ )-3-5|l ^-iH-^1 iffl-2-7|-= 4*1 A> ofl ^ 

<88> 13) 1-(*1 ^-nfl ^ o] p] ±- N -^.X\ )-3-3\] ^_ 6 -(3_2)i )-ih-o] ^l-2-7V s ^A] a> 

^1^ ^l^BflH 
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<89> 14) 3-(^ ^-^1 1! *) v] ^-y^^-A] T=|-3H-<y iffl-5~£- 

<90> 15) 1- ( M l! n) ^-m-SlX] )-3-^1^-6-(5-s|1^^1^^-a1 )-iu-o)t£- 2 -?}s^X\ 

<9i> 16) l-( a] ^-Pfl ^ o] p] v^-yy _^a] )-3-je|] ^-6-(5-2|l ^^I^^Al )-lH-<?] ^-2-7}- = ^ a] a> 

<92> 17) 6-[2-(4-l-SS.2n^-Al )o>^]s.a1 ]-1-(^^^-p]1^o1 p] ±.-m-^X\ ys-^-m-91 

<93> 18) 6- [2-(4-#^Sffll *r*l ) ^1 ]-l-(^ ^-^] € °1 *1 id-T^-^-A] )-3-iE]l ^-1H-cO ^1- 

<94> 19) l-(^^-^llo]p] t -^A])-6-(i4s^^_2-^TJ]l^Al)-3-5)l^-iH-olia-2-7l- 

<95> 20) [3-4 ^-e-O-sil ^£SfAl)-?J T^l-l- ^e|^i]o>ai N-^-A>ol = 

<96> 21) l-C^g^-^lTgo] p] i -- y ^^.Al )-6- [2- (5-^1 ^-2-4 MB] °>*-4- < a)^l^-Al ]-3-s)l 

^-lH-^ ^1-2-^5.4^1^ °Hli 

<97> 22) l-C^^-^l^olnl^-^Al )-3-s|l^-6-(3-4 1 dS^.^Al )-1H-^1^-2-^1-s ^-a] 

<98> 23) 6-[2-(4--^l JEL^-a] b(| ^ )-ofl s.a] ] -i-( ^ ^-nfl ^ o] n] ^-M-^X] )-3-z$ ^-1H-^1 ^ 

<99> 24) 6-(2-^cf 1 ?l:-l- < a-^]^-Al )-l-(^^-pH^oln]^-^Al ) -3-^11 ^-lH-^iffl-2-^- 
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<ioo> 25) 6-(2-^l fe-^ll ^ ^ n] i^-^Al )-3-5ll ^-1H-^1 ^-2-7}^. 

<ioi> 26) 1M ti] x^-m-SlX] )-3-3f|] ^-6-(3-sH ^SS^a! )-lH-^]^l-2-7>^^- 

<102> 27) 6-[2-(2-#^S-5)l \i )-*fl 3j-X| e^^-p)] ^o] n] ±.-N-^X\ )-3-sj| ^-1H-£I 

<103> 28) 6-[2-(3-*^S-^1^)-<^1^a1]-i-( E^^p)]^olT3]^-^A])-3-^^-iH-<y 

<i04> 29) 6-[2-(4-l-^S-^^)-^^Al]-i-(^^^^^olti]^-^Al)-3-4^-iH-<?l 

<i05> 30) H ol *l i -_^^.Al")-3-sil Td-6-[2-(3-He] ^-X) ]- 

<106> 31) 6-(4-pH^7>i^Tffl^Al)-i-( ^^-^l^^^l^-A^^-AD-s-sn^-iH-^l^l^- 

<iov> 32) I-C^^-^I^oIpI^-^a] )-3-5|1^-6-(3-511^^^^-a1 )-m-o) 31_2-7>I1-^- Aj 

<ios> 33) *1 ^-^Al )- 6 -(2-s.i^-4-<^^]^-Al )-3-^|^_ 1H -ol ^l-2-7> 
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<109> 34) 6-[2-( X\ #^*n A] v\) ^ o>pl ±) ofl Jf-A] ] -l-( e o] n] ^-/f^A] )-3-^l ^~ 

1H-o]^1-2-7>^4a]a> o]]^ o)]^^]s 

<no> 35) 3-(2-#^^s|l 1 d)-6-^^-Al-l-(^^-T I ]l^olu]i--^Al )-lH-°l s ^ 
a] a} ^A^je 

<i 1 1> 36) m <=>1 *1 ii-^^-Al )- 6 _[2-(4-pH Use] oe|1 ^-1-^ J|-X| ]- 3 -3E|l ^-ih- 

<H2> 37) (2,3-^s]l 1 dtl 1 ffl-l- , asl^l)-^l^^> 1 ?l N-^l-ol^ 

<i is> 38) € °1 *1 ic-JV^A] )-3-3E)l ^-G-CS-sll ^ = 5.^*1 )-lH-<y ^]-2-7>s ^.a] 

a} ol^^^^oyp]^. 

<H4> 39) 1-(^^-^^o]b1^-^a1)-3-4^-6-(3-^^SS^1)-ih-o1^1-2-^>s4a1 
a]- Aj-^«tfAjo]-p]c 

<ii5> 40) [l-(^^-^l^olT3lt-y^^.A])-3-s]l^-6-(3-^l^^S.^Al)-iH-ol^l-2- < a]-a 

<H6> 41) l-(^^-^l€°l 13 lii-^^l)-6-(2-S.i^-4- < g^^-Al)-3-3E|l^-lH-ol^l-2-7> 

<H7> 42) 1-(^^-^1€ 0 1 u 1^-A^^1)-3-^1^-5-(3-3j11^hs.^a])-ih-^I^1-2-7>s.4a1 
a> 6))^ ofl^Efls. 

<i is> 43) ^-t^l ^ o] pj ^-yy -^-a] )-6-i]] tfl ^a] n|| ^-3_je]| ^_ 1H _«y v$-2-?}^ a]- 
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<ii9> 44) 1^-61 Tffl-l-^ e) Tffl)-l»n^[6>^l N -^-A>o]H. 

<120> 45) l-( A] ^ o] v] 2^-m-^lX\ )-s-(2-S.S.^-4- ( Uo]}^} )-3-5fl^-lH-$liffl-2-7l-e. 

<121> 46) 6-(2-y.SS.^]4Al )_i-(^^_t^ol 1^-^4x1 )_3-tfH^_ 1H -oi ^1-2-^>s.4a] 

<122> 47) l-(^^-^ll^o]Tal^-^Al )-6-(2-S.S^-4-<a^l4 A l )-3-^] 1 d-lH- < y <ffl-2-7> 

^4^1 ^> tert-^-€ ^1^1 = 
<123> 48) l-(^^-^l^^nl^-^-^-Al)-5 ( e-^^^i^^Al-i-^-^-S-TEil^-iH-js)]^^-^ 

<124> 49) 4-(2-ol ^HS^^>wl-a^-3-(^ ^-^] ^ o] Pi ^-^4^1 )-i-^)l ^_3H-oi ^l-5-<^ 

< 1 25> 50 ) 1- ( ^ g^±- ^1 H ol nl ^-^4*1 ) -6- ( 2-2. JE ^ -4- ^ «fl 4 *1 )-3- *1| ^ - 1H- 91 ^ -2-7> 

<126> 51) l-(^ ^-^1 ^ol nl ^-^4^1 )_ 6 _(2-s.s^-4-^ ofl )-3-s|| ^-lH-^l ^l-2-^> 

^4*1 a> Al^S-S^^ol-Tal^ 

<127> 52) 3-(3-#^S.-s|l ^ ^ol nl ^-^4^1 )-6-(2-2.^-4-<iH 4*1 )- 
1H-^1 s.4X|a> ol^s^^ol-n]^. 

<128> 53) (6-^4 A l-l-(^^-^]^°l^^-7V-4^1)-3-^l^-lH-tl^l-2-^)6HlH'y; ofl^ 
^l^Ells 
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<i29> 54) (6-^^l-l-(^l^-^l^oln] t -^_^Al)-3-^^-iH-^^-2-^)oHlB.-t]: ^lli ^1 

<iso> 55) 5-[2-(5-<^l ^ ^ H &^-*]} ^ °) v] t-JMH )-3-s\] v|-1H-<?1 

<131> 56) l-(^^-^l^c>lul^-^Al)-6-(3-S|]i^S5.^^)-3-p-l-m-lH- < y^l-2-7>s^- 

<132> 57) l-(^^-^l^^l^^-^-^-A])-6-(3-sll^ = S.^Al)-3-B|^.^l-2-<a-lH- < y^l- 

<133> 58) 3-(4-#S^5]l^)-i-(^^-i 3 ll^o] 1 nlt-^Al)-6-(3-5|l 1 ds S .^l)-iH-ol^l- 

<i34> 59) 3-(5-t£SE] _£_^l-2-<y v) 2t-JM-X| )-6-(3-J*H ^5.3.^1 )- 

<135> 60) l-C^^-^l^olpl^-^Al )-6-(3-s!|ld = 3.^*1 )-3_ m -s.^- 1H -olia-2-7>s4 

<136> 61) l-(_Hg^-pfl ig ol ±-M-^X\ )-3_(4-s|]^.Al sfl ^ )-6-(3-s(l ^S5.h§H )-ih-oi ^1- 

<137> 62) 3-fe [ 1,3]^ ^-#-5-13 ig n] 2n-A^>M )-6-(3-^l ^ = 3.^1 )- 

<138> 63) ^lli-[6-(3-^H^X|)-3-3£)iq ^1-2-^-^1 s)tgl]o>ni N _^. A ]-o]^ 
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<139> 64) 3-^-2-13 gk£-*J| ^ °] v) h=.-Ah^X\ )-6-(3-4^HS.^l )-lH-<?M-2-7|- 

<ho> 65) 3-^1 W-l-C-H m °1 *1 ic-^Al )-6-(3-*H ^S^^^l )-ih-o] ^l-2-^>s ^.a] 

<i4i> 66) 3-*f| ^-^1 ^ 61 f 1 )-6-(3-^l ^HS^Al )-lH-«y iffl-2-7|-e ^a] 

<142> 67) l-C^g^-^llHinji^MH )-6-(3-5l]^£SSAl )-3-E]^.^l-3-<a-lH- d J^l- 

<i43> 68) 3-A]#SSS^-l-(^^^p]l^o-|pli 1 -^^.Al)-6-(3-3|l^SS.^Al)-iH-6]^l-2- 

<144> 69) 1-(^^^-tj)]^o]p1^-^a1 )-6-(2-S.^^-4-°J°11^-^)-3-El^^|-3- < a-lH- 0 J 

^1-2-^]- S^- A] A> 6])^ dfl^e. 

<i45> 70) 3-€2:[b]^^.^I-3-0j-l-(^^-Til)^o]nl^-7V-^-Al)-6-(3-3J|1^5.S.^-Al)- 

<146> 71) 3-(lH-6l *1 ^#-4-^ )-l-( e g^-pfl ^ ol n] i^-^Al )-6-(3-^l ^HS^l )- 

<147> 72) 3-(l-*l] liSl )-l-(^^-^l ^ o] n] ic-^A] )-6-(3-5|l ^H-S^H )-lH-«?l 

<H8> 73) 1-C^g^-^lliol^-y^LAl ) -3-^11^ -6- (3-2)1^^5.^-^1 )-i H -o] ^)_ 2 -7]-s ^.^ 
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Af 

<149> 74) 6-(4Hffl^S.3E€-2-^l ^ ^-A] )-l-(_H #-±-p|| t§ c] n] ^-y^A] )-3-2|] ^-1H-^1 iffl- 

<iso> 75) l-(^^-^m°l^^-^^l)-3-4^-6-(3-^] 1 dH^Al)-iH-'?l^l-2-7>^.ulH 

m 

<isi> 76) l-(M^-^^)b=.-N-^})-5, -l-^-dL-3-sJI ^-lH-s|l^-2-7> 

s.-4a]a> o]-$ 1 sE.§_s|o]-ri] 

<152> 77) l-(^^-^l^o]nl^-y^4Al )-6-H.Sel-4-^Ti)]^-3-2|]^-iH-o]^l-2-7T-s4Al 

< 1 53> 78 ) 1- ( ^ 6k£- ^1 H °1 *1 a1 ) -3-3£fl ^ -6- ( 2-3il e) ^ -2- ^ ^1 ^- *1 ) -1H- Si iffl -2-7> 

S^A1A> ofl^ OflA, E flS 

<154> 79) 6-[2-(5-ofl rq-2-<a )-o\) ] g^-Pfl ^ o] n] hz.-M-^X\ )-3-sfl ^-1H- 

<i55> 80) H ol p] ic-yV-^A] )-3-5)l ^d-6-(2-sq ^ ^-2-^ ^ ^ )-lH-^l ^-2-7}- 

<156> 81) 6-[2-(5-^ll ^-3t) 51^-2-^)^1^1 ]-l-(^^-xi\}^o} v)±-tf-JLX\ )-3-3E)l Tgl- 

<157> 82) ^M-[6-(2-2.^5i-4- < a^^-Al)-3-ff|l^-^l^l-l-<asl^l]6>i?l n-^-a>o] = 

<158> 83) 5,6-«l^-^l^ r ^^^-Al-i-(^^-^l^olp] ic ,-^Al )-3-5)l^_iH-o]^1-2-7> 
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<159> 84) l-( _E ^ o] n] ±-jy-SL A ] )_ 6 _ (2 - S . i 3i-4-<go]]^.Al )-3-4 1 d-lH- < ?l^l-2-^> 

<160> 85) ^-^1 ^ o) p] i^-^^-A] )-6-(2-S.SH-4- < 1eH^-a1 )-S-^M-m-9l^-2-9} 

<i6i> 86) l-( *1 ig o] n) i--y^^.Al )-6-(2-£l?l-4- 0 ^l ^-a] )-3-^l ^-lH-*?] ^l-2-7>s 

< 1 62> 87 ) 1- ( M ^ °1 ic-N-^r *1 ) -6- ( 2-JE.5. ^ -4- ^ ^ *1 ) -3 - ^ ^ - 1H- °1 31 -2-7> 

<163> 88) 3-(4-#^^-s)1^)-1-(^^- 13 1]^o1 1 3]^-^^-a1 )-6-(2-S.^el-4-^^l^-A] )- 

<i64> 89) H <^1 *1 t-vV^4 A l )-3-4 ^-6-(3*| ^-2-^ ^1 )-m-9l 31-2-7VS 

<i65> 90) H o] tf| i-_^^Al )-3-^|] ^-6-(^l el 1=1-2-^^1 )-lH-<?l ^1-2-7>j^4 

<166> 91) 6-(3-^l^m^^Al)-i-(^^-pjl^olnl^_^Al)-3-^^-iH-^^l-2-^l-s.^- 

<167> 92) l-(-^^-TJ)l^o]n)^-y^^. a]) -6- (2-5.^^-4-^^1^- a] )-3-Bl ^.^}_3-<^_ih-o] 

^1-2-71-3.^-^1^ ol^s^.^ol-til^ 
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<168> 93) 3-(l-cfl )-l-(_E € °1 *1 h^-N-^-X] )-6-(2-£l^-4-^ ofl Ji-A] )-ih- 

< ?l i a-2-7'>s.4-^l-a: <^1) °fl^£|ls. 

<169> 94) 3-ifflS[b]^^^-3-^-l-(^^-^l^olp| i _- J v-^-Al)-6-(2-£^Hi-4- < a^l^- 

<i70> 95) 3-(4-#^_2.S.5)l ^ )-l-(^^-pfl ig o] p] ^-jtMH )-6-(2-S.£^-4-<a ^ ^} )- 

<ni> 96) 3-(l-^^HS€)-l-(-^^-^]^olp] it -^Al)-6-(2-2.^^-4-^^l^-Al)-iH- 
< y^l-2-7']-s.4-A]A]- o]^s^.^o]-nlH. 

<172> 97) H <>] *1 h^-N-^-X] )- 6 _(2-SiHl-4-^ ofl ^a] )-3-(2 , 4, 6-me| pfl 

1 d)-lH- < ?l^l-2-^^-A]AV oflig ^]a^|h 

<173> 98) 3-(2,6-^^^-^^)-i-(^^_pll^olnli c -^A])-6-(2-S.£fl-4-^^^-A])- 
1h _o]^1_2-^s.^-a1a]- ofl^ afl^js. 

<i 74> 99 ) 1- ( M ^M*}*) ic-Ah^x) ) -3-2)1 ^ -5- ( 2-3) £j ^ -2- ^ <*fl ^- a] ) - 1H- <y ifl -2-7]- 

<175> 100) 1-(_E H o] X2) hz.-^X\ )-5-(2-S.^-4-<H ^1 ^1 )-3-s)l ^-lH-^ ^l-2-7> 

<176> 101) 1-(^/^-ii|1^o]p1^-7^^.a] )-6-(2-a^^l-4- < a^^-Al)-3-3f|l^-lH-6] s 

<177> 102) 3-(3-ffia^] ^ )-l-(^ ^ °1 b) j^-y^A] )-6-(2-s) 5] ^-2-<iH ^-a] )- 
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<i?8> 103) 6- [2-(5-«fl M El &-2-<Q ) oil ^a] ]-3-(3-ffis^l ^ )-l-(_E ^i-^] H o] n] i^- 
y^A])-iH-<yia-2-7>s.4a-X|A> o^s^cg o}v]^_ 

<179> 104) 3-C4-A1 a>i^l )-6-(2-S.5Lfl-4- < a *H H n] ^-^^-^1 )- 

<iso> 105) ^ o) v] ±-m-Slx\ )-3-5)] ^_ 6 _(2-3x) b] ^-2-<g «*H )-lH-£l ^-2-^> 

<181> o|<4 ^-o] ^3:^, -M. ^-t^^] 5]-*}-^ 1^) o]^l -B-^^l o]cq ^"S^O,^ 

*|-§-5)fe PPAR^ ^U^AS 7 )€^ #^o] ^ 

^3<?1 *fl^7>, ^ Jf^-g-* 

<i82> ^-eH, ^t^H^r aj-*^ 1^1 sj-^S- iExr W^^-S 

^ <# ^ PPAR^ Ir-^S^oll o]sfl x]M_5L}7]^ d}}*^ + & 

sm. ^^.g. ^i^o.^ ^*n, ^i, #-i*n, 1g 

1H, -B-sj-^ll, ^MM, €^^s^l(elixirs) ^o) ^^], o]s. *- 
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°1£H sj^^K^l: ^-ss, ^iHss, ^asa, ^>q*, €*s 

^ ^T«#<g ^/ i&^r l-^oll^^l #^#)^- ^-B-^Jl ^]if SEtb *K^41<# 

^ «&?!# SE^ 3L£\ i4^# ^ ^ SE- yj- jg. 

^/a^ «^fl, **l*l|, ^ f-R-m ^ sm. 

<184> £Efb, #71 SM£M IS. S^S]^ 3^#-§- -B-Jl ^o_S, ^ ^ ^# 

^ SUl^I, *i^ *1*B^}, a 

<185> #71 3^*^ ^^SlZL/SlTlM- , ^ S^l , £E^r 

#^1, ^ ^/SE^r 53-#^)l ^ i.^1, ^ 71 El- ^ls^is 

-n-S-tt *r 91^, *#3°J U^Sl £E^=r 

<186> -B-JL ^^ASAl S)--5H 1^1 S)--t#^r ^iM: 3E.^Hr ^TT^^^l 

■f-ofl 0.1 ifl*l 500 mg/kgC^l^), w>^^7ll^ 0.5 vfl*l 100 mg/kgC^)^ <£o_ s 
1-a is] ^ iE^fr til^3 33.* ^fl J=c^ ^ ojitf. 
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<i88> gbs^ ag^j 

<189> < ^X|ofl i> ^Hlc-A^^l )- 6 -(3-^]^ *1 )-3- ^-l^ 31- 

<i90> (ig-Tfl l) 3-^1=^1 6^1 ^flS 

<i9i> 3-^ol^Al^l^^ (5 g> 40 mmol)^ H^^m^ (5.2 mL, 60 mmol)* >M 
(250 mLHl ^r°lul, M (50 mLH ^91 B] ^-^.eH JE. (5.2 mL)«- 0°C<=>11^i 3 

#-§-§-^-i- 6*)Zt MKV iCt-g-o] ^JLJ^ 0°CS 

^-^%^>ZLVi]^S #2: jf. ^-^Hl^1 ^H^W* (5.7 

g, 99%) <£&t}; H-NMR(CDC1 3 , 200 MHz) 5 7.22 (t, /= 7.7 Hz, 1H), 6.96 - 

6.78 (m, 3H), 5.73 (s, 1H) , 4.52 (s, 2H) . 



<192> (^Tfl 2) 2-(3-^l^.^-A]-i33l^)-3-^-di-3-2l]^-HS.3il^.HA] : <^lH^l5.[s|-€H 7 

<193> te^MHH^ (8.7 mL, 50.2 mmol)^- S^l^l-iLi-lHH. (7.56 g, 54.7 
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nmoO-i- ^illf 6 MH (500 mLH SlQ^ ^, c]D])iif 

oMJ= (50 mL)<f| ^91 S-^}o] je^a] ^WsL^*] B. (6.5 g, 45.6 ranoDt 0°C<HH 

"M^M ^ 3.S.^}S.ZlEflsl (€jA> : o]]^ol-^lEflolH = 5 : 1)3. ^-S^M <3£r ± 
*frqci\ o_^^ .a^^g. (10 2 g> 75%)^- -g&t}; 'h-NMR (CDC1 3 , 200 MHz) 6 

7.97-7.92 (m, 2H) , 7.56 - 7.39 (m, 3H), 7.11 (t, /= 7.7 Hz, 1H) , 6.79 - 6.63 
(m, 3H), 5.37 (brs, 1H) , 4.62 (t, /= 7.3 Hz, 1H, ), 4.13 (q, /= 7.1 Hz, 
2H), 3.27 (d, /= 7.3 Hz, 2H) , 1.11 (t, /= 7.1, 3H) . 

<194> (#7)1 3) 6-^l=^-A]-3-5E|l^-lH-tl^l-2-^>S^.A]A]. 8 o} 

<195> 2-(3-^-o]jE.^-Al 1 fl^)-3-^-3-JE|l 1 dHS.3ii^.^A> afligdfl-iisfls. (5 g> 16.7 mmol) 
^ ^B\S.d=.S.^ (20 g, 4*fl wt %)# 7}7\}M*)-7}3, lX\&&*t 
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<£&^; 'H-NMRCCDCIs, 200 MHz) 6 7.44-7.38 (ra, 5H) , 7.12 (d, / =8. 4Hz, 1H) , 

7.02 (d, /=2.0Hz, 1H), 6.76 (dd, 7=8.4, 2.0Hz, 1H), 4.12 (q, /=7.1Hz, 2H) , 
3.80 (s, 2H), 1.12 (t, /=7.1Hz, 3H) . 

<i96> (t&7\) 4) 6-«1^a]-i-^-3-3e)]^- 1 h-o]^)-2-7'1-S^-a1a> oflfH^l ^ [S|-flH) 2 

<197> -3-5)1 ^-lH-^-2-7>= 4^ a> ofl^^^ Efl s (1 g> 3>57 ^i)^. 1>4 - 

(50 mLH ^lal, ^s)l^^-A>ol^. (5.94 g> 53.55 mmol)^- 7>M^-. 

1)S 3£ ZL^l^l ^j^-^g- 5 8 %^ ^g.^ ^^cf;H- 

NMR(CDC1 3) 200 MHz) 6 7.49 (5H, s), 7.15 (d, J= 2.4 Hz, 1H), 7.01 (d, J = 

7.9 Hz, 1H), 6.91 (dd, /= 8.2, 2.4 Hz, 1H) , 4.17 (q, J = 7.1 Hz, 2H) , 1.13 
(t, J = 7.1, 3H). 

<198> (#711 5) 3-^)1 ^^-(S-^II^-HS^^-aD-i-^^-ih-o] ig}_2-;?l- =-4^1 d]]^d\]^]} 
^mn±\ 22) ^#]^l ^S(ti>^ 7) 
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<199> (5-1) 

<200> 6 -^}ol n s A ] -1-4^-3-^] ^-ih-oj s 4^1 a> ofllH^Ells (1 - 7 8, 6.07 

mmol), 3-4 'd^S.^* (1.65 g, 12.14 mmol)4 HB^^s^^ (3.18 g , 12.14 
mmoD-i- 3)HBl-*l=3.^ (100 mLH ^, T^He^l (20 mLH SH 

tb i=H ! o>S^ 31 °1 H (2 mL, 12.14 mmoO-I- 0 °C<^H ^7} ^-$ft}-. ^ofl 

(^A>:tq^^o]l^]5 = 10:l)S ^-e)*H #^^| JH^E^ ^-^W#^r 

85 %^ ^ht-S. <g£t}-; X H NMR (300 MHz, CDC1 3 ) 7.50 (s, 5H), 7.47 - 7.16 (m, 

6H), 7.06 (d, J = 8.0 Hz, 1H) , 6.80 (dd, J = 8.1, 2.4 Hz, 1H) , 4.18 (q, J = 
7.1 Hz, 2H), 4.00 (t, J = 6.2 Hz, 2H) , 2.81 (t, J = 7.4 Hz, 1H), 1.15 (t, J = 
7.1 Hz, 3H). 



<20i> (5-2) 

<202> 6-*H ^ *1 -l-^-dh-3-3)] Td-lH-^liffl-2-^-s.-4 a] iicil^|H (2 g, 6.80 

mmol), 3EBf.Al^-^iflolH (1.41 g, 10.194 mmol)^- -g-<>M -^-^H = (200 mg, 
1.359 mmol)* ^ v\Mg.^-c}v)^ Qqo mLH ^o]JL, l-]±S-2.-3-3\) (2.01 
mL, 13.59 mmol)* ^-^1^ 7}^ ^ 60 ° C °1H m^V^t}. 12^ # jjt f ti>-g-<5fl 
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3} (*nA> . ofl^o^EllolH = 4 : 1)S. ^-e)i5H ^ abo| jl^b)]^. s.^ 

^tt^ 85 %^ <2&t}. 



<203> (^31 6) l-(Bfe-^^o]n] i -_^Al)-6-(3-sil^^^^^.Al)-3-3]l^-i^o]^1- 

<204> (6-1) 

<205> 3-^1 ^-6-(3-^^HS^^a1)-1-^^-ih-o]^1-2-71-s a> <Hl^^l^Efls (2 g 

4.85 mmol)3f §}o] t=4=-X) oj-u] .<*a> q i01 g> 146 mmol)1 - ^e)^ (1.57 mL , 19.4 
mmolH ^ 70 7><g^]-^rf. 1a]^o> ia>-§-ofl^. <£:E.^.g-#seM 

4. -n-7l#-i; ^6B^. ^e)7>€ ^ 3.SPl-SZLefl3r| ( ^ : <^ l| 0}^] E fl 

= 2:l)S. ^el^H i^H^ JL^EflS. ^^l^in] ^-3-5)1 ^_ 6 _(3_5|)^ 
SS.^^-a1)-ih-o1^-2-7>s^-a1a> ^^oH^Bfle[^«i-^(3) ^#]» 9.5 % cq ^ 

■§rsL <£&t]-; H-NMR(CDC1 3 , 200 MHz) 6 8.09 (d, / =2. 3Hz, 1H), 7.48-7.15 (m, 

11H), 7.10 (d, J =8. 4Hz, 1H), 6.86 (dd, J=8.4, 2.3Hz, 1H), 4.16 (q, /=7.1Hz, 
2H), 4.04 (t, J =6. 3Hz, 2H) , 2.83 (t, / =6.3Hz, 2H) , 2.10 (m, 2H), 1.04 (t, / 
=7.1Hz, 3H). 
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<206> o] u) ±-3-v\) ^-6-(3-s|] ^SS^^-aI )-lH-^l^-2-7>= 4^1^: ^1 ^31 

S (1.98 g, 4.63 mmol), ^]l^l-ol^.tHi= (i >15 raL> 18-5 ^i)^ 
t|HH ( 1>92 g> 13.9 mmoi)^. cl^lifb^lH ( 50 ^o]j L> S0^ 

^ 3.S^>SZL5fl5il (MjA]::o]]^o]-^]^]olH = 2:1)3. fh8:^ JL*)1>$- 

<207> (6-2) 

<208> 1-^-3-^1 >d-6-(3-^l^HS.^-Al)-iH-s|l "d-2-9}^X\^y oflTg ofl^|sL (0.75 g, 
1.82 mmol)* (30 mLH ^ZL, N-^lll^ilJK^]- 1 ?! SM;E.S.3.5.eM;E. 

(0.46 g, 5.4 mmoD^l- 2,6-^^ (0.584 g, 5.4 mmoD^r 7}^}JL ^^J^H 70 
°C5L 40 a]^> iE^}-^. wV-§-^^-#^ ofl^i^ ^71^ 

^ ^-^5l-^-#(407 mg, 40%)^ <£9X^. 

<209> <^A"|(^] 2> 

<2io> l-(H^-^l^olp]^_^A])-6-(2-aS€-4- < a^^l)-3-^^-l^^^-2-^>sM. 
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X|a> cfl^ofl^^sfs. 33*1 s)-^-#]^| ^2 

<2ii> l) 3-5ll^-6-(2-a.S^-4- < a^^-Al)-i-^-iH-ol^l-2-7]-^4AlA]: ofligo^ 

^a[^-^ 2^ ^#]^ ^(tiV-g-^ 7) 
<212> 12] rj^l 4)<*iH tM3€ 6-*l E.-^ A] -1-^-3-^ Tffl-2-7>s.4Al^ 

on^ofl^Ell e [3j-flJ-*| (2) S?-^-#] (10.90 g, 26.75 mmol)# t^B)-*! =3.^f ft: iffl^ 

(270mL:90mLH ^}JL 15}EL^X\ ofl^ 5.3^ (5.83 g, 44.45 mmol), 3=BM^ 

(11.66g, 44.45 mmol)» zfzj- ^o]^3i 0 °CS_ 3^ J=: ti)o]^s S ^ 

6>S^7>4^^1°1H (8.99g, 44.45 mmol )# ^7> ^-^H 2*1 # 51 ^ 

(14g, 93%)<2&t}. *H NMR 200MHz, CDC1 3 ) 57.50 (s, 5H) , 7.19 (d, J=2.0 Hz, 

1H), 7.07 (d, J=8.2 Hz, 1H), 6.84 (dd, J=8.2, 2.2 Hz, 1H), 4.22-4.14 (m, 
4H), 3.73 (t. J=4.5 Hz, 4H) 2.81 (t, J=5.6 Hz, 2H), 2.57 (t, J=4.5 Hz, 4H), 
1.15 (t, J=7.1 Hz, 3H). 

<2i3> (T=l7fl 2) l-(Hf3r^-^l^ 6 l^ll^-^^Al)-6-(2-£i^-4-^^^Al)-3-2|l^-i^-o]^i- 

2-7>J^a]a}- 33^1 3^#]^ ^lS(y>-g-6l D 

<2i4> <y-^#y.ol] 3-^1 ^-6-(2-S^^-4-^^^Al)-i-^^_ 1H _o] ^)-2-7l- s AV oj|^6fl 

121-63 




1020040025217 



iBfls. (14.6 g, 35.83 mmol)» ^-£1 ^ N-*fll! §1^.^-^ of^l ^]-o]h.S. 

3.5-5^-01^ ( 8 .9 8 g> 107 .49 mmoDs)- 2,6-^^ (n.52 g, 107.49 mraol)# 7>*fl 3 
70°C^H 51^1-^^. ^-§-0] -S^-^^l ^m** 

H)s ^-e!*H ^^l^tt ^r£-^ JL^flS. (4.18 g, 27%, mp 102-104 °C) 

<215> <^H1 3> 

<2i6> 1-(H^-^1 H o] n] h^-N-^X] )- 5 f 6-t»|| t§ ig t] ^-a] -1-4^-3-2)] ^-ih-j4| ^-2-7>s 4 

<2i7> 1) 5-*SS^lIite[l,3]^Ms^H] 6^ ^12 

<2is> ^s)]S.^^r# (10 g, 65.7 mmoO^r Ifl^M ^91 SEHll 0 !- 1 ?! (n mL> 78 .8 
mmol)* ^#31 E^^.^#s.e>o]c (11 mL) 131A mol) A ^ a. ^ Q ^n.^ x 

t)l#JL5L ^a^H 5-#S^l^^} S [i )3 ]^^ (11.2 g, 100%)* <£9tt. *H NMR 
(200 MHz,CDCl 3 ) 6 6.88~6.75(m, 3H) , 5.97(s, 2H), 4.53(s, 2H) . 
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(^l 2) 2-fe [1,3] ^#-5-^1 ^-3-^-3-^ ofl^jsfs}. 

5-sSS.p)im i ffl2:[l ) 3]^^(ii.2 g , 65.7 mmol)* N.N-t^lH i^-o>n] = ^ ^-o] 
^ iBfA]^- 7-l-i.vilo]E( 18i 2 g , 131.4 mmol)^ dfc.t^ o>o]^.c]-o] j= (i 0 .8 g, 

72.27 mmoD-g: ^#J1 ^ te <g o>^^o]h(12.5 mL, 72.27 mmol)^ ^ 

^ -#-£^H 5^1 # ^L^V^t}. <^s(-<y-s.^-4 ^] E fls^ ^ ^ *}rz. 

tH-#^-S. ZI^ISXk).. tiJ:-§-^-### ^ aL^S^e^*]-^ 2-te[l,3]^^-#- 

5-^1^-3-^-3-^-^^-^]- ^l^Bfls ( 16>4 g> 76%m 035^ ^ 

(200 MHz,CDCl 3 ) 5 7.98~6.69(m, 3H) , 5.90(s, 2H) , 4.56(t, 7=7.4 Hz, 1H), 
4.09(q, 7=7.2 Hz, 2H) , 3.26(d, 7=7.4 Hz, 2H) , 1.13(t, 7=7.2 Hz, 3H) . 



(^l 3) 5, 6-«H ^€*=1^*1 -3-5|l a] xj- <^1^ ofl^B^s[s|.-sj-Ai 8 

2-^S[l,3]^4#-5-<a^m-3-^-3-5|l 1 d-M3X|^A 1 . oH^^5( 16g; 4903 

mmol)^ #Sl5L^3£^^(160 g, #^#^^1 lOtifl wt %)» 7]7^B.^7]S. l*)Zt 
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3-2)1 Td-lH-^ld-2-7|-s4H'& ^lH ^l^s (4.53 g, 30%) -g: QSX^. *H NMR 
(200MHz, CDC1 3 ) 6 7.41(m, 5H) , 7.00(s, 1H), 6.69(s, 1H) , 5.96(s, 2H) , 4.08(q, 
7=7.2 Hz, 2H), 3.75(s, 2H), 1.10(t, 7=7.2 Hz, 3H) . 

<223> 4) 5, 6-^1 ^ ^ ^A] ^-lH-iE|l ^- 2 -7>=i^-Al A> ofl^S 

mn^ 2^ 

<224> 5, -3-jEfl ^-lH-s|] ^-2-7> =-4*14t i^fls (3 g, 9.73 mmol) 

» 1,4-^^^6)1 ^o]zl ^5))^ ^^. A >ols. (io.8 g, 97.3 ramol)» 7>«H 

o]c^ ^ozf^ JjL <*|<2flofl 1M ^KK^ M-H^-i- 7}is}jL, o]]Efle./#S Jf 

1-^-3-^1 ^-1H-5|1^-2-7>=L^a1a> oflig ^31 = ( 2 .18g, 70%)* <£$X^. H NMR 
(200MHz, CDC1 3 ) 6 7.51(s, 5H) , 7.11(s, 1H) , 6.67(s, 1H), 6.07(s, 2H) , 4.17(q, 
7=7.2 Hz, 2H), 1.17(t, 7=7.2 Hz, 3H) . 

<225> (1=3:31 5) l-tHflr^-^oH^-yy-V^-s, 6-*\M ^1^-1^-^-1-^-3-^]^- lH-sfl 

1 d-2-?>s.^-AlA> 6\)t£ °\)^t\]]=L[g_ 48^ 5|-f-#]£l *US(*H-^ 1) 
<226> 5, 6-^l€^l^^l -1-^-3-^11 ^-lH-4 ^-2-71- s^-aIaV oflig oil^^s (100 rag, 
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0.324 mmol)-i- afl^^l ^91 ^ ( 0 .il mL, 0.973 mmol)^ 

(81.27 mg, 0.973 mmol)# ^3. 70 °C ^1 ^ 3<£# insist)-. i^-^Sj-ul-E 

to^K^e)-^ (10-20%^ ^Hl^l ^-El§H 

^l^Efls^ (io mg, 9%, mp 119-121°C ) <££^. 



<227> *Hj-^ 3^1 1^ ^ 

<228> <^A]<^| 4> 

<229> l-(H^-Pfl^o]n]^-^A] )-6-(2-S.5.^-4-^ 6 fl^l )-3-^ll^-lH-2]l , d-2-7>s4 

<230> 1) l-(3-^l^^-Al3E|l^)6fl^O) 

<23i> 3-^l^Alol-^^^l^ (136. 15g, 1 raoD^l- a^Aj-g- 7>^.t|lo]H (414. 63g, 2 mol) 
KI (33. 2g, 0.2 mol), ^ w.S*}o-|j= (171. 04g, 1 mol)* <>Hm<H] ^ 24Al# 

£.<|JS. (221. 8g, 98%)^ ^-§:S. <£&4. *H NMR (200MHz, CDC1 3 ) 6 7.59~7.53(ra, 
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2H), 7.44~7.33(m, 6H) 7.19(m, 1H) , 5.11(s, 2H), 2.6(s, 3H) . 

<232> (i&Tfl 2) 3-(3-iffl^^-A] s\) ^ )-3-^-^i-SS3i] ^r^V oflll «>fl>h^e.[^.^ 9^) 

<233> l-(3-iffl^^-Al-^^)6|l^g. (218 g, 966.10 mmol)» i=H^[ 7}l±t)HHoil ^-<?1 ^ 
(TCofH 4i# ^-ol^sfol^. ( 60 % £.oj) (46.37 g, 1.15 mmol)» 7}f$\ 60°C 

<*»H ^o> 57 til §>^cf. ^--g-o] * <g^-3Z)- ^A>^- tg^JT. s^^-uj. 

H# ^r-g-^-i: 7>3fl 6fl^ o>^] E flo]^ S ^#-&><^ £-^5} -fi-7l#^r Jf-^r ^ 

^0.5. ?d^, ^ ^ ^ aspK&ziBfls] (chi^l 6Hl^°m:^^>=i:io)s £-5^} 

^ ^# 3-(3-«a^^-Al^^)-3-^H^^ oflig o^Efl=« ^.^5.(184. 68g, 
84%)£S^. X H NMR (200MHz, CDC1 3 ) S 7.59-7. 50(m, 2H), 7.47~7.32(m, 6H) , 

7.21(m, 1H), 5.11(s, 2H) , 4.29-4. 16(m, 2H) , 3.97(s, 2H) , 1.37~1.23(m, 3H) . 
<234> 3) 2-(3-iffl^^-Al fe<ia)-N-old^S^-3-^l>i-^Hlie}nlJE [s)-^ 9^ s]- 

<235> 3-(3-iffl ^-^-A] -a)] ^ )-3-4^S.S.s) ^> °fl^Bfls (174.42 g, 584.47 mmol)-i- 

m-a-S^H *ftl 3jL i50 o C^l^i ^-fr •E^aI^'H of 3o«- ^je -fr^l^. o] 

iHSil 6>«1 (38 g, 642.92 mmol)-fir 't^iE^ ^ 24*1 # ^S. ja^> zg-f*- 

^l^. ^*>H 3E^-^a}-q-H# ^-g-^* 7>«fl o]]^ ghHoije 
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5fl3)(oi]^ 6Hl^l°lH:«]^l-=l:2)S ^-B^H 2-(3-^^| tel^-N-^ 

SS.^-3-2]1^6}3.^o>ulc # jL<H^(127.13g, 70%) <£9X^. 1 H NMR 

(300MHz, CDC1 3 ) 6 7.60~7.58(m, 2H) , 7.43~7.34(m, 5H) , 7.26~7.21(m, 2H), 

6.62(b, 1H), 5.10(s, 2H), 4.11(m, 1H) , 3.89(s, 2H), 1.26-1. 17(m, 6H) . 

<236> (^Tfl 4) 2-(3-^^^Al-^s < a)-N-^l4iHS^-3-s|l 1 d-^l-3.€ d >T :i lS.[2t-^ 

<237> 3-(3-^^^-a] ^ )-N-ol ^o}n] = ( 115 . 75g , 371 . 744mmo 1 )€■ 

ifiNH ^r<?l ^ «S^:^*|S.[^-^(10) (39.45g, 371.74 ramol), 

^ (6.33 g, 74.34 ramol), (11.16g, 185.87 mmol)« 7>§f31 3^^ ^o* ^Jff. 

SVSI^h ^^HC^^ aMl3HB:^#=l:20) ^> 

2-(3-Tffl^^-A]iaJls^)-N-^^HS.^-3-^^6>H€ 6 M^« ^ ulSflS. 

(107. 74g, 73%) <£&^. X H NMR (300MHz, CDC13) 6 8.14(s, 1H) , 7.49~7.35(m, 

8H), 7.19~7.12(m, 5H) , 6.62(b, 1H), 5.00(s, 2H) , 4.17(m, 1H), 1.18(d, 
J=6.6Hz, 6H). 
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<238> 5) 5-*l S.^- ^ -3-^-^-1-^] ^oi^--2-7>s.4 a] A]- ^4iHS.^o>ul^.[Sl-*j-Ai 12 

<239> 2-(3-iffl^^rAl^2:^[)-N-oldti = S€-3-^^«i>a^6>til= (106.74 g, 267.19 mmol) 
♦ T=]-t-s.S.^^:ofl ±r9l ^ ^m#^(256.78 g, 2.672 mol)* 7>€f) #£.6fH 3*1 
Zt jE1& S^tf. ti>-g-o] ^^^r 0°CS. ^ 3fL vJJ-H^-X^-^-g- 

Stt. ^^-i- # 5LS^>S.ZLBfl3) (ofl^[ oH^||oliE:fl!|A>=i:2)s. 

s^H 5-«l J= ^ *] -3-^-^-1-5)1 ^^l^r-2-^s^-AlAj- ol^s^.^ol-nlc^. ^ 

^ JL^S. (36.086 g, 44%) QSX^. H NMR (300MHz, CDC1 3 ) 8 7.33-7. 10 (m, 7H) , 

6.71(d, J=7.8Hz, 1H), 5.74(b, 1H), 5.16(d, J=3.9Hz, 1H), 4.10(m, 1H), 3.41(d, 
J=3.9Hz, 1H), 1.28-1. 16(m, 6H) . 



<24o> (^741 6) 6-«lS.^l -1-4^-3-4 ^-iH-5f|l^-2-7>s^-Al XJ. o^^^o]-*! j= [^-tj- 
^ 2^1 iWi-]^ ^ 

<24i> sU^-teH^H-Sel-ol^ (15.53 gj 81.07 mmol)* tq#s.S.pH^ ^ ^ 0 °CS 
^JE* <W ^sl^l (7.00 g, 88.44 mmol)* 7}*} 51 20£- 34 3f. 5-*] = 

-3-4^-1-^1 ^ol^-2-7l-s 4^1 a> ol^HS.^^1^ (22.8 g, 73.70 mmol)* 
nl#SS.^l^l ^ ^fg\ x3 6] Aj-^-oflA) 3 a1^> iEtiV *>$rj.. til^-ol ^ 
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€ 2N- 7>^>JL 0°CS ^r£» ^ J£ 30% ^s^^S 

^-2-7>s^-a1A> ol^sj^ol-TaljE. ^xfl 51^)1 ^ (16.32g, 72%) . "h NMR 

(300MHz, CDCl 3 +DMS0-d 6 ) 5 9.76(b, 1H), 7.76(d, J=7.8Hz, 1H), 7.56~7.44(m, 

4H), 6.88(d, J=8.1Hz, 1H) , 6.76(dd, J=8.1Hz, J=2.1Hz, 1H), 4.11(m, 1H), 
1.18(d, J=6.3Hz, 6H). 

<242> (^74] 7) 6-(2-S.^^-4-^-^^-Al)-i-^-^-3-2ll 1 d-lH-2|l 1 d-2-n^-^-^^]: 
g 2^ 4tt]^l *HS(#-§-*| 7) 

<243> 6--&1 JE.^-X] -i-^-^-3_5r|] ^-iH-ff|l ^-2-7>^^a] a> ol^s^^o^ic (7 0 g, 22.78 
mmol)* BllHel-^^S.^-^::^)^! (150mL:50mLH ^}JL S] ^.^] (3.59 
g, 27.33 mmol), HS^^ 3.^ (7.17g, 27.33 mmol)* *#<H^jL 0 
°CS ^ ^^e|o]E (5.53 g> 2 7.33 mmol)* 3 

7> *H ^6J|^ 2*1 # S^t}. tiV-g-o] dp. S5j-^S)-i4H# *r-8-«}-£- 

6-(2-iS^-4-^^l^-*])-l-^-4i-3-2|l^-lH-35|l 1 d-2-7>s4AlA> o^a^ 6^] = 
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» (9.5g, 99%)£&t}. 1H NMR 300MHz ,CDC1 3 ) 6 7.8(m, 1H), 7.57~7.47(m, 4H) , 

7.12(d, J=2.4Hz, 1H), 6.98(d, J=8.1Hz, 1H), 6.79(dd, J=8.1Hz, J=2.4Hz, 1H), 
4.18(t, J=5.4Hz, 2H), 3.74(t, J=4.5Hz, 4H) , 2.81(t, J=5.4Hz, 2H), 2.57(t, 
J=4.5Hz, 4H), 1.19(d, J=6.6Hz, 6H) . 

<244> 8) l-(S^-^l^olrili Q -^^A])-6-(2-2.^5a-4- < a-^^-Al)-3-5il^-iH-4^ 

-2-7>s^-a1a> o]^HS.€ aHH[S 5051 S^*]£) *US(*hg-^ 1) 

<245> ^^-JeL^I 6-(2-ai^-4-^^l^A])-i-^^- 3 -s|l^-iH-5|l^-2-7'>s^.AlA> ol^s 
S| fi MH (9.30 g, 22.11 mmol)# <*fl ^91 ^ N-v\M «H 

= (5.54 g, 66.35 mmol)^ 2,6-^^ ( 7-11 g> 66>35 mmoi)^ 7 ]-^ 
3<H 75°C^1^1 aa^SI^. <*fl 3- 

nfl H o] n] -^-Al -6- (2-5.^^-4-^-^1 ^1 )-3-^l ^-UM| ^-2-71-3.4*1 a> o] 
6>p]s.^ SJ.^5~ar (3.8g, 38%) ^53^. 

<246> 4<^1 ^1?V gfcg^] l^] gljhl^j 

<247> <^UH1 5> 

<248> 1-(H^-^1^o]p]^_^^-a] )-6-(3-sll 1 d-SS.^^-Al )-3-^ll 1 d-l^^l^l-2-7>s^.Al 
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<249> (^^1 l) 3w.-(3-^Td-=S.^i^-Al)-6>A||s.i||fe[^-aq 9^ 

<250> 3HA-^r>o] je.-S.a1 ( 6<gl g> 50 mmoDoi). l-y.^s-3-3ll^s S ^ (11.95 g, 

60 mmole)^- v]} t£^j^.o}v}o] j= (70mLH ^r^JI ZLQ-s}^ ^^x\-%-^}^) o] j= 
(15g)s]- A^^.s(-i4j=f- (0.5g)* 7}^ 80°C^H 7^ ^Al?]^. o|l^o>^B|)olj= 
(300mL)^ (200mL)^- 7Hfl 30£-?I 5Z«> ^ ^-el*>^ ^^MI^M:^* 

^ ^ZLt]]^ ^s-M ii^^olB,«!A> (1:5) -g-tiflS 

^7}^ ^ «-e^H €^ ^# 12. Og* ^^i=f(94.2%). 

<25i> 1 H-NMR(CDC1 3 , 200 MHz) 8 7.47-7.55 (2H, m) , 7.36 (1H, t, J= 8.0 Hz), 7.27- 

7.30 (2H, ra), 7.18-7.22 (3H, m) , 7.13 (1H, dd, /= 9.2, 2.8 Hz), 4.01 (2H, t, 
/= 6.2 Hz), 2.82 (2H, t, J = 8.0 Hz), 2.59 (3H, s), 2.13 (2H, m) . 

<252> (t£7\] 2) 3UA-(3-3S|l 1 d-HS.^^-Al)ia2:<a-6>^]j=A] : ^) 5 [s|-«T-Al 90) 

<253> 50I f-Aj^T- 3HA-(3-^^-SS.^^-A])0l-^]j=3J|l^(12. .7g, 

50mmol)3]- ^ H^ilx-il °] B. (7.1 g, 60 mmol #^-<?fl (120mLH -g-Sfl-SH 80- 
90 °C« -fr^^H ±.^-$r ^o] = e}ol^ (2.6 g)^ 7}^ ^ ^^rl^H 2 

^-§-*m 4^- S^S. ^5)-§>Jl (200 mU^h (200m 
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^ s.^^- 8.4g^r (51.5%). 'H-NMRCCDCIs, 200 MHz) 6 7.47-7.55 (2H, m) , 

7.36 (1H, t, J= 8.0 Hz), 7.27-7.30 (2H, m), 7.18-7.22 (3H, m), 7.13 (1H, dd, 
/= 9.2, 2.8 Hz), 4.22 (2H, q, J = 7.2 Hz), 4.01 (2H, t, J= 6.2 Hz), 2.82 
(2H, t, /= 8.0 Hz), 2.13 (2H, ra) , 1.26(3H, t, /= 7.2 Hz). 



<254> 3) 2-lffl2:^-3-{3HA-(3-5ll 1 d-HS.^^-Al)5E|l^}-3-^-^-3^.3X|^ r A}- <H] lH ^ 

<255> 5 <i) (rf^ 2)«3fl-H ^*3r 3HA-(3-5?ll^ = ^^-Al)te<^Ol-A-flH^> ofl ^ ofl ^ 

tfls (8.2 g, 25.2 mrnol)^ d^-g- ^>o]c^ 0 ]= (1JL g> 2 7.7 raraol)4 ^liMS. 
eHS- (l50mL)^l ^£<*]M i£ia>^. ^ fc<aj #^e|-ol^ ( 3 65 g> 

26.0 mmoO-ir 7>^>J1 cfA] ^^j^ 2*)?} J5Z^ ^ ^ ^xfl^r (200mL)5. Afla^o! 
t^t *K=l^#S iH^M ^ <^1€ 6 H1 B , «! # 

(l:8)-g-pflS ^b]7}1 ^ €-8-3 ^# 7.4 g^ <£$W (68.5%). 



<256> (^31 4) 3-341 ^-6-(3-^-H^^l)-i-^^-iH-oli21-2-7> = 4*1*> ofl^o]l^E|l 

<257> ^jXHj 50] (t^j 3)cfl^ 2-te^-3-{3yA-(3-^ )4^}- 3 -^ 

SS^M ^^Hl^e ( 6 . 4gj i4.8mmole)4 (15g)^ ^^^#^.5} 
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°]2=- (150 ml)o\] ±to)jl ^d\)X] 2Al^> ^ iI€t£5]-flE (150 mL)^- 

S.St\r ^S^H.^ (200 mL)# 7>^H 30^ 5HtH& ^-^^>JZ. ^H^^S-SH 

# (l:5)-§-nfl S -M^^M ^^-^H «^ 3.4 g* <£&^ (55.5%). *H- 

NMR (CDC1 3 , 200 MHz) 6 7.51 (5H, s), 7.17-7.29 (6H, m) , 7.06 (1H, d, J = 8.1 

Hz), 6.80 (1H, dd, /= 8.1, 2.4 Hz), 4.18 (2H, q, / = 7.1 Hz), 4.01 (2H, t, J 
= 6.3 Hz), 2.81 (2H, t, J= 7.3 Hz), 2.12-2.16 (2H, m) , 1.16 (3H, t, J= 7.1 
Hz). 

<258> (i^Tfl 5) l-(B^-^]^o] nl^-^/ 1 |)-6-(3-^l^-5.S€^l)-3-2|l 1 d-l^<y^l-2- 

<259> -M^H 5^ (^ 4HH 3-^l] 1 d-6-(3-all^HS^4- A l)-l-^-^-lH- < y^l- 
2-^>s4a1a> ^^ofl^^s (2.0g)4 N-*Hli SM^^o}^ .<*a> (2.0g)^r ^ 
*(30mLH (2.4g)^r 7}t^ 60*1 # «];-§- a^ji, til-g-^^ # 

^ ^*>31 ^1^o>^]b11o1h (100mL)4 ^l^r (100mL)# 7>§fl Jiltil-^b ^ ^-b1*>j1 
^oMl^HHf^g; 35} ^ & ^ ^^ZL P>ZLvH#^^o]HS. 

<*] tS-^ ^-g: ^li^MHHH,^ (l:4)-g-T.fls. ^&|^>€ €^ ^ 

43«- 120mg* (5.6%, mp 95-97°C). 
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<260> q>-g-^ 5^1 M i^l 

<261> A] dj] 6> 

<262> 1- ( H. € °1 ^1 A l )-3-2|l^-6-(3-2)l 1 dHS.#Al )-lH-sfl^-2-^m^Hm 

<263> (^1 l) 3-^11 1 d-6-(3-3ll 1 dH.S^Al)-ol^ : -i-^ r [sl-«]-xj 15 o] sMg-#]<3l 
<264> 3-5)] ^ [ 3 _ ( 3 _^i ^ HS.^ A] ) 3^1 ^ ] SS. € ^ (20g, 58.406mmol)^l 
(200g)« 7l^lia«>7lS 6^171^^ 45°C°lH ^^V^. ^-§- 

-£^^r ^ 3.Sp>SZL2fls] (oflTg b>^]Bl]olH:«l^ =1:5)3. £-e)*H 31^31*11 
=L 3-5ll 1 d-6-(3-4^-MS.Al)olrj-i-^ (17.9 g> 81% ) <g£c)-. 1 H NMR 

(300MHz, CDC1 3 ) 8 7.36-7.09 (m, 13H) , 4.52 (dd, 7=7.8, 3.6Hz, 1H) , 4.01 (t , 

J =6.3Hz, 2H), 3.25 (dd, 7=19.3, 7.7Hz, 1H), 2.81 (t, / =7.1Hz, 2H), 2.68 
(dd, 7=19.3, 3.6Hz, 1H), 2.14 (m, 2H). 
<265> (^7^1 2) 2-ti.=L£-3-^ll 1 d-6-(3-in^SS.^Al)oi^l-i-^-[s)-«j-Xj 16 o) s|-^-§-]o] ^1 

<266> 3-4^-6-(3-4 1 d^.^-^l)^l^r-l-^r (200 mg, 0.586 ramol)# ^S^t^l ^91 
^ N-w.S2.^o] (313 mg> 1>75 mmol)^ 2,2^-0^1^1-0]^- b] 
(9.7 mg)# 7>*>J1 375W ^H§H 1 ^1# ^ ^1^^. ^-§-<>l ^ 
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(6,]^ oHtWH:«!^=l:5)S ul^^ (147 mg, 60%) 

«2&t}. *H NMR 200MHz ,CDC1 3 ) 6 7.69-7.16 (m, 11H), 7.02 (d, 7 =8. 2Hz, 1H), 

6.74 (dd, 7=8.2, 2.3Hz, 1H), 3.97 (t, 7 =6. 4Hz, 2H), 2.81 (t, 7=6.3Hz, 2H), 
2.11 (m, 2H). 

(#31 3) 1-^-3-2)] ^-6-(3-3fl^SS^Al)-iH-s||^-2-7>Jiqs^[^-^ 221 # 

2-w.S.S.-3-^id-6-(3-^1i = S.^Al)oiia-l-8: (1.0 g,2.3 mmol)» N.N-t^ 1 ^ s. 
#o>ul = ofl (io mL) ±r<£ ^ ^-Bl( I )Alo>t^ol= ( 6 i7 mg> 6>9 ^i)^ 7 >§>31 150 

°i ^11 ^Hl^°lss ^Mi^H ^-sl^ -fMf^r ^ p}zi^o_S <*| 
4 ^ ^r^-i-^- # aS^>Sn2fljx| (ofl^ o>^^lolH:^^=l:3)S £-e)*H 

«.^.Afl jt.^^ s.^^ (700 mg, 80%)<£&tf. 'h NMR 200MHz,CDCl 3 ) 6 7.83- 

7.18 (m, 12H), 6.89(dd, 7=8.2, 7 =2. 3Hz, 1H), 4.02(t, 7=6.5Hz, 2H), 2.81(t, 
7 =6. 3Hz, 2H), 2.13(m, 2H) . 

(#31 4) I-*] =^lolnl ^-6-(3-^|li-=S.^D-iH-34|^-2-y>iiv| B| (a] 
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<270> 1-^-3-^11 ^-6-(3-5)l^^S^ a] )-i H -5ll^-2-7mqH€* (200mg, 0.547mmol) *ll 
*r*I ^ ^-Hf-A] ^U=5.H3.eH^L (114 mg, 1.64 nunoD^ sJt£|^ 

(173 mg, 2.18 mrnoD* 7}^}J1 70tI<*IH 4*]:?F§-<?> M^V %}%t\-. lal-g-o] ^sq^ 

s-Al o]d1^-3-3e)]^-6-(3-511^s5.#a1)-ih-s11^-2-^iJ)e^ (#^ jL*fl, 
95mg, 45%) *H NMR (300MHz, CDC1 3 ) 8 9.21(brs, 1H) , 7.94 (d, J =2.3Hz, 1H) , 

7.74-7.71 (m, 2H) , 7.56-7.54 (m, 3H) , 7.43 (d, J =8.4Hz, 1H) , 7.32-7.20 
(m, 5H), 6.96 (dd, / =8.4, 2.3Hz, 1H), 4.05 (t, / =6. 3Hz, 2H), 2.83 (t, J 
=6.3Hz, 2H), 2.14 (m, 2H) ^ 

<27i> a]^-o]^^^] (it^ ji^l 5mg; 2 %), \ NMR (300MHz,CDCl 3 )6 9.71 (brs, 1H) , 

7.96 (d, / =2. 3Hz, 1H), 7.74-7.71 (m, 2H) , 7.56-7.54 (m, 3H), 7.43 (d, / 
=8.3Hz, 1H), 7.36-7.20 (m, 5H), 6.94 (dd, / =8.3, 2.3Hz, 1H), 4.03 (t, / 
=6. 3Hz, 2H), 2.81 (t, /=6.3Hz, 2H), 2.13 (m, 2H)^- £5^. 

:272> C^3r^l 5) l-(H^-^]m d l^^-iV-^l)-3-^m-6-(3-^]^-HS^Al)-lH- AHr 2- 
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75*] *f|2:(*>-§-^ 1) 

<273> = *) *1 Ti-6-(3-^ ^HS-^-Al )-lH-^l S€ (90 

mg, 0.23mmol)» N,N-T=Hli If^MEof ^-^1 oH-S-^l = (134 mg> 

0.94 mmol), iEW-g- ^iLvflolH (98 mg, 0.71 mmol)# 7>«H Jfr&dfttf iq&Q SL 

3& 3Sp}£n^ (oflTg oH1b)]o]h:«!^>=1:2)S al^l^l ^# 

(11 mg, 12%) *H NMR (300MHz,CDCl 3 ) 5 8.29 (d, / =2. 3Hz, 1H) , 7.72-7.55 (m, 

5H), 7.44 (d, / =8.3Hz, 1H), 7.31-7.17 (m, 5H) , 6.96 (dd, J =8.3, 2.3Hz, 
1H), 4.47 (s, 3H), 4.08 (t, / =6. 2Hz, 2H), 2.83 (t, / =6.2Hz, 2H), 2.12(m, 
2H) 5f H^-l-^l^olp]^- 3_5|i ^-6-(3-sfl^-^S^-Al)-iH-ff(l^-2-7l-iqH^ 
(69 mg, 74%)^: 



<2?4> ghg^j 7^1 1^1 aaa^ ^ 

<275> <^<*H1 7> 

<276> 1- ( H ^ o] p1 ic -ffSr X\ )-6- ( Si ^ -4- ^ xifl ^ ) -3-sfl ^ - ih- 4 ^ -2-7>^^- Al a> 

<277> 1) 3-^-3-m-!-liH3.3X) ^ 6fl^ oil^Bfleoi ^ 
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3-H6Mli|fe (4.5 g, 33.54 mmol)^: ^JL dt# ^H^M^ ( 3-1 g> 7714 
ramol) ^ ^^KSLi-iHH-i- 7}-s}jL, 80°CS. 7>1 2*)?} SLTg^ft^ . & 

-§-°l 7>*KxI 2^1* 7}^. ofl^ ^Hl^°lH/S5(-^5Fl4H# 

^-S-^* Af-g-^c^ -a-7l^O.S ^ P>ZLl41#^ 7>*M 7d^>JI ^ 

84%)^ <*&4. *H NMR (200 MHz,CDCl 3 ) 6 7.83~7.63(m, 2H) 7.42-7. 28(m, 2H) 
4.27-4. 18(m, 2H) 3.97(s, 2H) 2.40(s, 3H) 1.36~1.23(m, 3H) . 



<279> (^74] 2) 2-(3-^ll^iffl2:^)-3-2|1^0>3^A]- ofll|| 6)l^E)]H.o] ^g. 

<280> 3-4^-3-m-l-mHS3fl 6fllgi 6|l^^e (1 g; 4i84 mmo l)^- WLj7 ^^C]] ij.0] 

te<£ til is-] JEL (0.51 g, 4.84 maoim 7}1s}jl (0.15 g, 2.49 mmol)4 ^ 

H] 1 ^ (0.06 g, 0.8 mmol)^: 7}-& ^ ^HFH^ijU-] 4X\Q ^s. ^V-g-A] ^x}. til 

^ -ff-71 flS ^ P>nvil#^ 7>*H ^2:^ ^ qg. HS 

p>£ziefl3£|-s->^ 2-(3-^l^iffl^^)-3-5|l 1 do>3.^A]- 6]]^ c^Efle (1 g> 7 0%)# 

*H NMR (200 MHz,CDCl 3 ) 8 7.98(s, 1H) 7.86~7.73(m, 2H) 7.35~7.21( mj 
7H) 4.26-4. 19( m , 2H) 2.39(s, 3H) 1.20-1. 16(m, 3H). 
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<281> (^Tfl 3) 5-^1 €-3-^-l-3Ef) M. X\*y 6fli§ o^^s^ ^ 
<282> 2-(3-^^-te^)-3-^^-cil-3.^^: olll ^l^ls (lg, 3.39 mrnol)^- ^ ^ 
#^^^11;^- 7 >£M ^-o]j7 ^1^^ (5.22g, 54.35 raraol)# 7>t!: ^ 

=l:9)» *>-g-«H 5-^1-3-^-^-1-^1^-01^-2-^^-^^- oflig ^^fls (273mg, 
27%) -1: <£&t}. X H NMR (200 MHz,CDCl 3 ) 6 7.73~7.61(m, 1H) 7.48~7.04(m, 7H) 

4.98-4.94(111, 1H) 4.29~4.22(m, 2H) 3.67~3.60(m, 1H) 2.41(s, 3H) 1.33- 
1.13(m, 3H). 



<283> (#711 4) e-^l-l-^-^-S-Sll^-lH-Sil^^-^^-AlAl oflig oll^Ell^^) ^ 

<284> ^l^^ell^ 3.S5l-ol^ (72 mg, 0.37 mmol)# ^51 7>^H ^91 ^ 

0°CS ^zj- A17131 sjsl^ (32 mg, 1.2 mmol)* 20£- ^3E 51hVa1^ Jp: 5- 

*H €-3-^-4i-l-^ ^ <?} ^r-2-^1- s 4^1 a> oflTg ofl^Blle (100 mg, 0.34 mmol)* 

S.S.^1^011 i=-c*| ^ 7 ].-g)- if. 2^^]; S^^tf. til^-Ol feSllg 10%^ -t> 

(5mL)^- 7>§>Jl o°cs_ 30% sj-^s)-^^^ (lmL)« 7}%t\.. # (5mL)^- 7}- 

*f-al clfSSl^ ^1-^-^1-^ -B-7l#AS. ^#"§1-31 P>n^l^^- 7>^>^ 
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•§-«H 6-m€-l-^r4i-3-2|]^-lH-2ll^-2-?T- = 4^^3: °\M I^S (51mg, 51%) -i- 
X H NMR (200 MHz,CDCl 3 ) 8 7.51~7.04(m, 8H) 4.24-4. 12(m, 2H) 2.39(s, 

3H) 1.25~1.12(m, 3H) . 

<285> (t£t\] 5) 6- JeL^S.^ ^-iH-^) ^-2-?}^ x\a± dfligj o^Bfls.[s|-«}.Ai 

19^ ^#]^ 

<286> 6-*H ^-1-^-^-3-4 ^-1H-^1 ^-2-^ = 4^^ 6fl^ ofl^Efls (3 g> io.3 mmol)^ A} 
^iB^l ^-<?1 ^, N-J^S^l °H^L ( 2 g> H.4 mmol)^ 2,2'-o}stil^o-|40f 
E}S^|mm (500 rag, 3.09 mmoD* 375W ^^S. ^ 2s)<*]^ 3X| 

cf^- ^ 3.^>SZI5fl5i]^H ±& SlQ -^-^^1 6- H-l-^- 
3-s)l^-lH-^ 1 d-2-7>s.^-AlA> oflTg ofl^Efle (i.4 g> 36.7%)* ^^^f. ^ NMR (200 

MHz,CDCl 3 ) S 7.79-7. 16(m, 8H) , 4.50(s, 2H), 4.26(q, J = 7.1Hz, 2H) , 1.16(t, J 
= 7.1Hz, 3H). 

<287> 6) 6-(2.S^-4- < a^l^)-l-^^-3-5ll^-lH-2|l 1 d-2-7>s.4^-t> ^l^^s 

mn^ 19^ >na 
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<288> 6-iL5.5.w|l H -1-^-^-3-2)] ^-lH-^ll "d-2-?}S.^r*\ oflli <^iS)l = g> 2 .96 

ramol)* N,N-t=H^ £ Jg-o]-pl 1= ofl ^o] (264 ^ 3 26 

(284 ^e, 3.26 mmol)-§- \§JL 2*}?} ^S. ^r}. w>-g-o] oflig 

o) H/^S^S.^- /3.$t<$ S^H-g- ^>^H -n-7l#^ ^#*>ZL Jf^ 

6-(S.5.S-4-^^m)-l-^-3-^^-lH-^^-2-7>s4-AlA> oflig ofl^ 
Efls (lSOmg, 16.1%)^- -gSW. x h NMR (200 MHz,CDCl 3 ) 6 7.61-7. ll(m, 8H) , 

4.19(q, J = 7.1Hz, 2H) , 3.70(t, J = 4.8Hz, 4H) , 3.51(s, 2H) , 2.44(t, J = 4.8Hz, 
4H), 1.15(t, J = 7.1Hz, 3H). 



<289> (^1 7) l-(H^-^l^o]Ti]^-^Al)-6-(S^^-4- < at ! ll^)-3-5sl|^-iH-3f)]^-2-7> 

<290> 6-(2.S51_4-^t 1 1]^)-i-^-3-^1^-ih-3511^-2-^s4a1a> ofllg ofl^je (HQ mg , 
0.29 mmol)* ^m^l ^91 ^ N-^H^l^^ (73 mg, 

0.87 mmoD-i- ^-2 2,6-^ri (34 fd, 0.87 ramol)^- 7>"?b ^ 70°CS 7><1^a] 3 
^r-i-^^T^. ^SSl^ ^m** 1/2^2. ^-s}JL oflTg aM|3HH/S 

2(-^S)-M-H# ^-g-^-i- A}-g-*}^ -e-7l#* ^#^1 ^ P>ZLVil^ 7>bH 

6-(a^^-4-^Pll^)-3-5]l 1 d-lH-5n i d-2-7l-^4AlAi; ofl^ 0^3)5(5.3 mg> 4.5%)^ 
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<291> #-§-^ 23 gbgb*j lg] aag^gj gfc^ 

<292> <-^A]ci|] 8> 

<294> (^Tj] 1) S-Sll^-e-CS-Sll^-HS^^-^D-l-^-lH-^^^-^^-AlAlr T^o^Bll 

<295> i£] (^-^1 5 )oflA| 3-^^-6-(3-^^ESi4^1)-l-^i-lH-°J^- 

2-7^4X| a> o11^ol)iEfls (i. 6 5 g; 4,0 mmol)* p)]^ (160 mLH ^ ^ 
^f-^^ (228 mg, 1.2 mmoO-I- ^ZL 1*1 # ^£ 70°C£- 7>1^H '£b§-^M^-. 

NMR(200 MHz,CDCl 3 ) 6 7.43(s, 5H) , 7.27~6.77(m, 7H) , 3.92(t, J=6.3Hz, 2H), 
3.65(s, 3H), 2.73(t, J=7.1Hz, 2H) , 2.03(p, J=6.5Hz, 2H) . 



<296> 
<297> 



(^Tll 2) 3-4^-6-(3-s|]^-SS.^^-a1)-i-^-ih-<?1^1-2-^s^-a1a] : o| ^ 
H^J±SJ£Ji€-^ wllli #s]-ol^ (1.94 mL, 9.03 ramol)* 1,2-^#S.S.^1^: 
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(15 mLH W^lfl ^F, (10 mLH ^91 3-*H^-6-(3-S||Td-H3. 

^-^aD-i-^-^-ih-o] q\-2-?} 5 4a]a> ^^^^ = (1.2 g, 3.0 mmoim ^JL 90 

^ ^^Al^lJl, 6N-^^-g-^o.S pH=2S ^ 

(75.3 %)-£■ £&t}. X H NMR (200 MHz,CDCl 3 ) 6 7.69~6.82(m, 13H) , 4.03(t, 

J=6.3Hz, 2H), 2.83(t, J=7.1Hz, 2H) , 2.14(p, J=6.5Hz, 2H) ; EI -MS m/z 
(relative intensity) 381(M~ 3 , 6.92), 148(7.91), 117(6.47), 64(7.69), 44(100). 



<298> (#711 3) 3-^1 ^^-(S-^ll^^S^^-^D-l-^-lH-'?! ^1-2-71-5.4^1-^ a1#s^<>1- 

<299> 3-a|l^-6-(3-5ll^ = S€^-^ )-l-^-lH-^l ^1-2-71- s a> (20 0 rag, 0.52 nunol)^: 

(10 mLH ^91 10°C ^£^1 l^Kl (240 1.72 

mraol)^- ^|#S«j^l<>l-T?l (59 id, 0.52 mmol)^: "4^3. wl^(2-^-^-3-^>#Bl li) 
^)i^H #5.bMJ=(137 mg; o.52 mmol)^- ^Jl -^8r<>lH 2 0^r ^J£ 
^, 10 °C<>)H \X\7^ ^s. ^^m^. ^-§-^^1 ^ til-S-* ^ 4N- 

<*^-§-ono.j5L pH 1-1. 53. ^s|- ^Ir-g-^-i- ^Jl, cl#M^ 
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* -M^M # 3^>£ZLBfl^(oH^c>^^o]H : tnxHl : 9 ofl^ 2 : 8)» 
*M ir-£r^ -H^^ ^-^^#(59.8 %)-§: £&tj-. X H NMR (200 MHz,CDCl 3 ) 6 

7.68~6.80(m, 13H) , 3.98(t, J=6.3Hz, 2H), 3.87(m, 1H), 2.81(t, J=7.1Hz, 2H) , 
2.11(p, J=6.5Hz, 2H), 1.80~1.20(m, 10H) ; EI -MS m/z (relative intensity) 
467(M + , 4.81), 382(14.64), 248(53.46), 164(13.54), 90(100). 

<300> 4) l-(S^-^l^o]p]^_^Al)-6-(3-4 1 d-HS.^^-Al)-3-5|]^-i^o]^l-2- 

ooi> 3-^^-6-(3-^|^-H.S^g^-A])-i-^- i i 1 -iH-«?l^)-2-7>s.^-AlAl : Al#s^j^o]-nl^. 

(50mg, O.llmmoD-i: ^Iha^l ^91 N-*H^*| =-3^1 o>n] ^>ol^ S3 . S e|-ol^ 
(27mg, 0.33mmol)* ^ 2,6-^h]^ (38/z«, 0.33mmol)-£ cf-§- 70 °C5. 7><1 

^r^l 3^?> tiV-g-Al^rf. til-g-o] ^Ejig ofl^-i; 1/23)5. ^*fcn ^Hl 
Bflo]H/isF^2l-M-H# ^-g-*M -fM^* ^#*>ji ^ P>ZLVil# 

Hi 

l-(H^-^im o l^l^-^^l)-6-(3-^^-HS^4Al)-3-^^-i^«y^-2-7l-H4Al 
a]. Al#s^]^o>nl^o| j^-g-g- (I3.1mg, 24.4%) 
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<302> <^*H1 9> 

<303> 1-(_E H o] u) i^-^Al )-3-n ^-5-(2-s| a] 1=1-2-^ *\) ^-A] )-lH-^l ^-2-7> = Jt 

<304> l) oH]B^t 2-°l ^HS.^?>^}-j2.^-l-4dt-3-Bll^-lH-^l itfla.^ 

A ^ 

<305> all^^fiflTfl^ #S.B^o]s. (5.4 g> 28.2 mmol)# 4°ltS^]^ (CH 2 C1 2 , 100 mLH 

^-oIji <M-§-i-^ ^H^ofr}. sr)*^ (2.45 g, 31 mmoU* ^€^1 ^7}is}jL 20 $ 

^ -B-^l^^ Eiw} zl Jp: iaKg- ^#^) 6M|H4t 2-o]^5.S^g 
^-1-^-^-3-^) ^ €-5-^-^ (9.o g , 25.6 mmol)» tM § SS ti|| ^ 

(CH 2 C1 2 , 150 mLH ^ -g-^ofl 37>€fc2 ^ofH 3*1 # ^ M*Y ■&} 

#-§-°l ^€ 2N-HC1* 0 VS. ^5LW ^ 30% 

<^±. (H 2 0 2 )# ^-S-l ?m if, ^h3-a> ^tj- ^-g-^^ 7}-5}5L, rfo]#s.S.^^r 

(CH 2 C1 2 )JE3. ^#«H -e-7l#^ #c*j j7^» <g^cf. ^ j7^] 

CfAl uZfi^O} 6\}t£ 0}^]B]l0]E (3 00 ML) of] i=-0]j7 ^ <*A> -g-ofl o. s ^o)§ jet 

ofl-H ^J^H ^-^#(7.6 g, ^ = 85%)* £5at=K 

<306> X H NMR (300MHz, CDC1 3 ) 8 7.74 (brd, J = 7.5 Hz, 1H), 7.57 - 7.48 (ra, 6H), 

7.08 (dd, J = 7.8, 1.8 Hz, 1H), 6.83 (d, J = 1.8 Hz, 1H), 4.16 (m, 1H), 2.27 
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(s, 3H), 1.20 (d, J = 6.6 Hz, 6H) 
<307> ^ m/e(^-tfl^7l) 349 (M + , 3), 291 (3), 249 (6), 163 (8), 58 (48), 

43 (100). 

<308> (t^Tfl 2) 5-§}^^a1-i-(^^-^^o1p1^-^a1)-3-5|]^-ih-61^1-2-^1-s^ 
o]^s^_^ o}nlH.^) aflat 

<309> ^HlH^r 2-o] ^H^s]7>«>^-l-^-di-3-3|l ^-1H-<?1 ^1-5-^-^1 ^Bfls 

(6.26 g, 17.9 mmol)« ^l^^r (200 mL)^l ^91 ^ N-^lli ^">o] ^ol^ 
s 3££]-olH (4.52 g, 53.7 mmol)4 2,6-^-B]^ (5.75 g> 53>7 7 j-^ 75 ° c 

6fl^ 40 a]^> -^o> jEWl^^rf. ti>^.ol <g-^ 6)1^-^ j£ 

s^SM-H-g- ^-g-^-i- 7>-&1-Jl 6fl^ o^jEflolHS. #^ -g-oflo.^ 

S^SziEflsl^H ^#(3.1g, = 51%)* ^5S^. *H NMR (300MHz, DMS0-d 6 ) 

6 9.91 (s, 1H), 8.54 (d, J=7.9 Hz, 1H) , 8.29 (d, J = 8.1 Hz, 1H), 7.50 - 
7.43 (m, 5H), 6.72 - 6.69 (m, 2H) , 4.01 (s, 3H), 3.89 (m, 1H) , 0.93 (d, J = 
6.6 Hz, 6H) 

<3io> (#31 3) l-(^^-^]^olPli t -^Al)-3-^l^-5-(2-sl^Ta-2-^^l^-Al)-iH-<y^l- 
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<3il> 5-srl-olcs. A ]_ 1 _(^^_ XI ) 1 ^olnlx n -^ _^. A ])-3-^l^-iH-«?l^l-2-7l-s4^A> 

S.^ aM = (3.77 g> n.2 mmol)# ^H^M^S^: M (300 mL:100mLH ^ 
°]5L 2-(2-3r)^^)^E3-^ (1.93 g( 15.7 mmol ) f S^l^^i^ (4.13 g> 15.7 

H (3.14 g, 15.7 mmol)# ^€^1 ^7} *H *\ 2*]Zt m^V ^t-g-o] 

-fM^ ^ %a> n}zn-11#A5L ^S^rf. ^t^* ^ 

ziefls) *H i^H)^ ^-^#(3.36 g, ^ = 68%)* <£$W. 

<3i2> # ol^^^l 

<313> <-^A] Oj] 10> 

<3 1 4> 1- ( H ^ ol Pi a] ) -6- ( 2-5.5. ^ -4- ^ ^1 ^ a] ) -3-3*11 ^ - 1#- 91 ^ -2-7>^4 

<315> (10-1) ^7) 

<3 1 6> 1- ( H ^-^] ^ o] X2] ±-N-^X\ ) -6- ( 2-5.5. ?1 -4- ^ <H1 ^- a1 ) -3-3)1 ^ - 1^ 91 ^ -2-7> = 4 
a] a]- oflig^Eils 50 mg ^- EllHe}^=S.^€:/^lf]:* 10/10 mL^l ^l-EL 3^^ 
2]^-%- ^)^.^}o)B.^r 7m ^ -g^H 2<£Zt i&-§-* ^ ^«fl 
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3 €- l-( Al H ol p] )-6-(2-£l^-4-°^l )-3-tf]l ^-2-7} = 

4a] a]- ofl^ofl^H^- io% 9l9X^. 



<3iv> (10-2) 

o 1 8> 1- ( H ft^- ^ m °1 *1 ic-jV-^- Al ) -6- ( 2-S.S. ^ -4- °J -^1 ^- a] ) -3-331 ^ - 91 iffl -2-7} s. 

4 a] a> ofl^ofl^s. 50 mg^; «*fli£-£ 30 mLofl ^-o]zl H-S-BMS.* 
7>tt ^ 250 nm^l UV» 7}^A . 12*} Zt ^ HPLCS ^r^^r 

25%^1 l-( A] ^-t^l ^ o] ti] ^-7^4 a] )-6-(2-£I^-4-^1 ^-a] )-3-s|l ^-LP-ol 31-2-7} 



<319> <*ll*Hl 1> A]^^l^) 

<320> -€AH1 2^A-1 [S. 33«I -^Aj-^O] lgOgO.^. <g^- ^(^ 

€ °1 *1 h^-N-^X] )-6-(2-£S^-4-^°fl ^-A] )-3-s|l ^-w -91 ^-2-9}^*) a> *\] 1H1 ^ 
= 2g> xg- 25. 4g ^ A}?}^ o.4g* ^ 80g^l ^-sflAl^l^l, ol -g-ofl^- 

v§3-Al5Q rf^- c^7H 8 .0g, a}?}^ 0 .4g, o.04g, ^1^ 4.0g, 

^sj±A> 0 .4g ^ #^ °1^^^1 -§-'^* ^<*fl o] ^f-l-ofl #^ 

^7}§}<*| i00mL7> ^5a^. ^ ^1^41^ ^Aj^^ £|- 7 l K 2 cHl uf-Bl-tfl^ 
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IB. 2] 



<321> 







l-(tfl ^ ol n] Vc-N-^-A] )-6-(2-£S^-4-a ofl -If- a] )-3- 
*I\J-Iff-*1H -2-7-1- s^-ti-M- oO^eflisnssl «A>« 


2 g 




0.8 e 




25.4 e 


S3M1?1 


8.0 e 


SMS 


0.04 e 




4.0 s 




0.4 ff 







<322> <*MH 2> ^|3t 

<323> ^cfl 2<*1M [S. 33*1 ^T-^^l SJ-^O.^ 

Efls o) ^Afcg 250g* ^-JEiLi 175. 9g, 180g ^ #So]^a^ ^-xy 32g ai|- 

^^4. °1 10% ^Bj-H ^ ^7>a]^1 cf^-, ^-^l^H 14 ^1* 

^iSAl^lJl <*|7H ^ I60g, 50g ^ ^Bflo>^A> 

71 a 34) q-^^rf. 



IB 3] 







l-( "il € °1 "1 i^-N-^-A] )- 6 -(2-H.S?l-4- < aoll «M )-3- 
s)l^-lH-9Kfl-2-7l-e^^> oil* oll^tfl S. Si 


250 g 




175.9 ff 


*W 


180 e 




32 * 


10% ^el-¥l 






160 e 




50 e 




5 R 



121-91 




1020040025217 



<325> <*MH 3> 

<326> "€^H1 2<^ T^SL^jr {S. 33*1 S^#]5.^B| Jg-^^l ^C_ S 

Bfle^ o|a>^ i g) <gs(-i4H# 0.6g ^ o>^ S ey.A> O.lg^- ^-fK^ -^-^^1^^ 
100mL« ^1-5$ i=r. oj ^.ofl^. t%6\) wij7 20°C<^1 30^- # 7><t?rH ^^-Al^ ^a} 



[S 4] 







1-H] il «l ic-N-^-A] )- 6 -( 2 _ s . £ ^_4_^ ofl -S-X| )_ 3 _ 


1 g 




0.6 g 




0.1 e 




^3= 



<328> <Al^] 1> PPARY 4^- *Hg^l 

<329> PPARy^l tfl^ #^4- ^*>7l ^-&fl *fl=E>*MM ^Hflaf ^ ^,g- 

St i=K ^#-fr^*r^ PPARy^ sl^rH. ^^3}- GAL-4 ^a}^ 

DNA ^l^f^-I- -g-^ ^€ ^ (vector)^ 3] °] ^ ^^&\ ^B] (luc if erase 

reporter vector)* NIH/3T3 ilCcellH ^aH ^a]^ ^ 24*}Zt tifl^^rf. 

o] 96 ^( W ell)o11 2xl0 4 cell/welH ^1 X] ^ A]ig 3^ 
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# ^ tflS 7>*><^ 24^m tifl^aL -g-SflX|^rf. Afl£^d| 

» ECso 50%# q-Bhflfe ^J£)3. , Zl *>7] S. 5^1 14 

(rosiglitazone)-i- A}^}^ . °H , S-^l^e]^^ £-M(J. Med. Chem. 1994, 
37, 3977 H 7l7fl^ *^o\) t^b}. ^-Br}^rf. 



[S 5] 



<330> 





EC 50 (nM) 


8 


25 




40 


10 


200 


11 


40 


13 


150 


15 


150 


25 


50 


33 


15 


34 


70 


36 


28 


38 


170 


39 


45 


41 


12 


42 


80 


43 


80 


45 


15 


48 


10 


50 


200 


68 


10 


73 


110 


75 


95 


77 


170 


78 


15 


79 


20 


80 


100 


81 


45 


94 


80 




320 
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PPARy ^ S^-fr 4^534. 
<333> <^]^^1 2> p}-^^*!^ ^ ^ 

<334> ^ ^rS^ uit^ JZ<?I#fl^^* H-E^fe- ^12 

*8 ^-ir.^ S^^lr^l ob/ob nR-^C^, Al~g-*H 2<*IM 

t!: [g. 33*1 ^#]S.^-Bl ^^^1 « 0 ^o S i-m^6]Ti\^-M-^))-Q- 

<335> ^^^-0.2% H€(Tween) 80 -§-^Hl 50 mg/kg -g-flS, 

W 1^ 5^^> 4# ¥^*>3l f ^l^Rr ^£5. Spf 23(100 mg/kg -g-^) 14^^ 

io, uih *h#i*h m^-a- ^svst^, *>7i & -g-fii (^<g^-o.2% 
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16*1 # rf^- ^^-^oj] tfl^ tiV^-o] 7 fl*is]&fe*l ^ # 

^M^KOral Glucose Tolerance Test, OGTT)^- o}^^ -^l^f^^f. ^^3. 

^ 2g/kg# ^^^^«r 4^- 0, 15, 30, 60 ^ 120^1 

^-£-1- sh^}:el 120^-^ % €3-*$-§- *>#*H , ^>7l 5. 6^1 -§- 

(^^-0.2% H€ 80) cflwl %s M-Bfifl^rf. 



IS. 6] 



<336> 





x\H}~Br (%) 


SrZt #-<*l CSOms/ke/dav 1 ) 


32.0 


*f-<$ ( lOOme/ke/dav) 


23.7 




10.2 



<337> 3E*r, C57/BL6J ^>-f^ 4i^H 10-11^ ^ -H^lt ( 60 % ^ 

«h ^ <y#^ ^n 1 -^* -B-^m *k-^i rfl-sfl ^3). -b- 

^(14^^> ^ ^-o^r^l W ls!)^-S ^ ^ ^ °i#5l *l^h§:# A 
^ GPT ^ GOT^ *M °l-g-^H 2^ 



[a 7] 









30.0 




44.6 
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a5Ljj I 9.3. 8(11 ^VFifi 2(91^^1 



IS. 8] 



<339> 





(R) 






GPTVGOT(karmen) 




38 ± 2.8 


0.142 ± 0.006 


1.56 ± 0.13 


91 ± 32/ 67 ± 17 




35 ± 1.1 


0.123 ± 0.007 


1.06 ± 0.17 


29 ± 3.2/ 39 ± 7.8 




39 ± 1.6 


0.140 ± 0.009 


1.56 ± 0.18 


85 ± 12/ 70 ± 8.2 



<34o> #7] SL 6, 7 ^ 8S^-B] ^ 5^1, a. Tg-xgcq 5)-^-^ ^ £ - 

-CL^fg- ^ ^ ^ o]^ 7 J-^>2)-g-^. V+Ej-lfl^^, PPARy # 

<341> <y^l -ft-JE^l SE^ °}S>\ o^^_o s fe- <£^r PPAR^l %^4r 

^ ^r^^l ^S-S., ^ S ^ -§-,£- 0]#5^ til 

^ ^5-, M-^. #3^, *H ^ <3^&€ ^«r, ^.BlJl ^ PPAR^ «• 
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A. 



121-97 




1020040025217 



1] 




^-71 ^HH, 

Rr& ^ ^1^7^ ^l^S)^ &£r, Cl - 6 <M, Ci-6 JEfe C 3 _ 



6 A>o]^ S ^ol^7; 



R 2 ^r H, CN, C0 2 R\ CH 2 C0 2 R\ C0NR b R c , 



R b ^ R C ^r ^ ^3 O.S. H, d- 6 ^ C 3 -6 ^H#S^olj7; R d 



fe- 0, S SE^r NR 
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Rs^ d- 6 C 3 -6 A>ol^ S .<^-^ ) ^ ^s.^ L> CN, NH 2) N0 2) OR a , ^^1, Cl - 



b::> ft ^ v -^P 

nfl, R 3 ^ -8-7] *W ^-tf); 

R4, Rs, Re 9? Ry^r ^ =.^3 o.j» H> 0H> OS o 2CH ^ 0 (CH 2 ) ra R\ CH 2 R f , 0C0CH 2 0R g , 



0CH 2 CH 2 0R g JEfe 0CH 2 CH=CHR s o1jl, R 5 <4 R 6 ^ 0CH 2 0« <*r 5U^- OH, R e 

H, "S-ilL^l, C3-6 A>ol^ S ^ j uj-^m, 



<f -k> **o yyo w-* 

, 5E^r CN, NH 2 , N0 2 , 

0R a , CF 3 5! C00R a S ol^^^l ^Jl^fE] §>i4 oj^T-o.^. ^^Tm 



*1 ^ 31^1^; R f ^ 0CH 2 CH 2 R g iE^r w 0^7; R g ^ fe^i, CN> NH2) NOs 



121-99 




1020040025217 

R,o] n ^ ^sq^uf. &± Cx- 6 M<>131; R 2 7> H, CN, C0 2 R a , 



CH 2 C0 2 R a , C0NR b R° 5E^r ^O^loi; R 3 7> Ci- 6 <M, C 3 - 6 4 d ltSt«, 3=fe 



tO b >Q *Q *&> ^ 

oj R 5 ^ r 6 7]- yJf^ ^z\o_S. OH, 0S0 2 CH 3) 0(CH 2 ) m R e , CH 2 R f , 0C0CH 2 0R s , 



0CH 2 CH 2 0R s 5E^ 0CH 2 CH=CHR § °) 7^ , R 5 ^ R,?} t^fl 0CH 2 01- ^^*>ui; R a 7> H 



Ci-e r 7} 0 £E^b NCHs^I^l; R e 7> h, ^31, c 3 - 6 4°ltsM, q-s^, 



4£f k> ;jyo ^t r ' 

, fe^l, OH, t^a], CF 3 



R f 7l- 0CH 2 CH 2 (C 6 H 5 ) 5E£r _l "C Rd 0IJ7; R 8 7l- ^ S^jo S ^ fe> 
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3] 

*ll 2 %H1 S^i, 

RiO] CK 3 o]3i; R 2 7} H, CN, C0 2 R 3 JE^r C0NR b R C °lJl; R 3 o] Cl _ 6 JE^r «>t+ 



[3^8" 4] 

1) 6-^)1 ^l-l-(-H^r±-T3D^o]i3]^-^-^-Al)-3-2|)^-iH-o] ^1-2-^4^ A> ofllg bfl 
3) l-( M <&o]v] )-6-p(|s.a1 -3-3J11 ^-lH-tl 31-2-71- s 4 a] a> oflig ofl 




H 



^ R 6 7V ^ s.^^o.S. 



0(CH 2 ) m R e CH 2 R f °]7iH- ; R 5 ^ r 6 7> f-Tfl 0CH 2 0# ^*Kr ^ ^SLS. «Hr, 
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4) 1-(^^-^^^^^-#-^a])-6-^^a1-3-^1^-1H-^^1-2-7>s4a1a> ofllg ofl 

5) 6-^1 ^HS^ o) pj i--^-^.^ )-3-jf|] ^-iH-tl ifl-2-7}- = ^-a] ^ ofl 

8) l-(^ H <>1 ^1 ^-^^1 )-6-(2-5Li^-4-<a ^1 ^-a] )-3-3)l ^-lH-<y ^-2-^> =. 

9) 1 <>1 ^-^^-a] )-3-3)] ^- 6 _(3_3f|| ^ e^.3LX| )-lH-<?l ^1-2-^4- X\ 

10) l-(^^-^^ol^^-^-4^)-6-4t11^^Al-3-4^-iH-^^-2-^s4AlA]- d\) 

11) 3-^f3:-3-^-l-(3 H p] j^-jMH )-6-(3-^)l ^Hi^X] )-m-<y ^-2-7> 

12) 6--&l^Al-i-(^^- 13 il^olpl il -^-^-Al)-3-4^-iH-«?l ^1-2-7>s^-a1 a> oflTg 

13) l-(Al^-^^o]p)^-^-^Al)-3-^l^- 6 -(3-^^H^^l)-lH-tl^-2-^s4AlA]- 
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14) 3-(^gk£-pfl ^ o] T2] ±-fj±SLX\ )-1-je{| v|-3H-ol 

15) l-( _M €k±-*l] ig o) p| ^-m-j^X] )-3-^-6-(5-^Mm^^\ )-lH-<?l 31-2-7}-= 

16) l-( A] ^-Trfl i§ o] p] i^-yy -^-A] )-3-s|l ^-6- ( 5-^11 ^€^^-^1 )-lH-^l ^\-2-9}^X\ a]- 
ffl^ ^l^Bfle. 

17) 6- [2-(4-#S.S.bH ^-A] ) of^^-Al ]-1-(^^±-p]1 ^ o] p] i^-A^A] )- 3 -^ ^-lH-^1 

18) 6-[2-(4-#S.Ssll^-A} )d\]^X\ pj i^-^A] )-3-^i^- 1H _o] 

19) l-(^ ^-^1 ^o] pj t-^A] )-6-(i4^ ^-€-2-<g pfl-a-A] ) -3-511 ^-1H-«?1 31-2-7> 

20) pfl €-[3-5)1 1 d-6-(3-5ll 1 dSS.^Al)-oi ^1-1-^ e^^ljo^ N _^-a>o1^ 

21) l-CEg^pfl ^ ol p! ±-m-^.X\ )- 6 _ [ 2 - (5-^1 H -2-5)1 ^B) o>#-4-<^ ) d]] slx\ ]-3-$\] 
^-1H-^131-2-7>=4a1^J: ^l^Bfls 

22) 1- ( M ^ ^ o] *1 ^-y^^- a] )-3-5ll^l-6-(3-5(l^H=.^Al )-lH-£l v&-2-7}^X\ 

23) 6-[2-(4-^=^-Al^l^)-o)ia A i]_ 1 _( e^^-p|1^o1p1^-^a1)-3-5|1^-ih-o1^ 
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24) 6-(2-a}t}n>-i-<|3-oH^Al)-i-( M&^-^o)v]±-^X\)-3-^-w-Qt$\-2-?} 

25) 6-C2-A1 )-i-( e ^±-p|| o] rt"| )-3-ff)l ^-1H-^1 31-2-?} = 

26) H o] n] ±-j^slX\ )-3-5ll ^-6-(3-a£|l ^ = -^-a] )-lH-^l Tffl-2-7>=.^- 

27) 6-[2-(2-l-^S-ff|l ^)-<*H s-a] ]-i-( e ^-pfl ^ o] u] ^-y\^Al )-3-^ ^-1H-^1 

28) 6-[2-(3-l-^S.-5|l ^ )-^l m °1 *1 2^-N-^X\ )- 3 -3B)l v|-lH-*} 

^1-2-^3.^-AjAj- oflTg ofl^TSjj^ 

29) 6-[2-(4-l-^S.-5ll v| € °1 *1 hz-N-^) )-3-s|l ^-1H-^1 

30 ) l-( e g^-pfl ol pi ^-^^-a] )-3-5)l 1=3-6- [ 2- (3-B^l € *H ) ^1 ^1 ] - 

31) 6-(4-^^Al^^^^^Al)-i-(^^-^l€^i= I lic:-^Al)-3-3 E ])^-iH-^^l-2- 

32) X2] h^-M-^X} )-3-5)l ^-e-CS-^l^HS^Al )-lH-«5l v&-2-?} s ^a] 
a> o^c^n]^ 

33 ) 1- ( _S H o) nl ln-JiM*- A] ) -6- ( 2-3.3. Q -4- <H <*ll a] ) -3-^ ^ - 1H- ^1 ^1 -2-7} 
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34) 6-[2-( X\ m^^. € 6>nl ^ ) ofl S-aI ] e ^-Pfl ig o] u) ^-fl-^X] )- 3 -s|] 

35) 3-(2-«-5ML3.J4| ^ )-6-*H e g^-^ ^ o] p] ^-/^-a] )-iH-«y iffl-2-7>s ^. 

36) l-C^^^-^l^o] v) ±-m-Slx\ )- 6 -[ 2 -(4-ti{|^5E| 3fl s^-i-oj ]-3-a|) ^-m- 

37) (2, 3-^ 511^^1 ^-l-^^)-*)!^^ n _^.a>o1h. 

38) 1- ( ^ ig o] n] i- A ] )-3-^ll 1 d-6-(3-^l ^^S^a] )-ih- o]^\-2-^}^X] 

39) H °1 ^-y^^-A] )-3-s|l ^_ 6 -(3_4 ^ n )-W-o) ^-2-7>s ^a] 

40) [l-Cgg^-^l ^ O] p] i = .-y^^-Al )-3-4 ^- 6 -(3_3E)l ^ H )_l H -Ol ^_ 2 _oJ 

41) l-(^^-pfl ol nl ^-y^^-Al )-6-(2-£15l-4- 6 ^l ^} )-3-^ ^-lH-^I ^1-2-^ 

42) H ol nl h^-N-^-X] )-3-^|l ^-5-(3-sH^£^^l )-lH-^l ^-2-^s.^-A] 

43) 1 °] nl i^-/y _^-a1 )-6-3E)] uil ^^-Al d)1 ^-3-3E|l ^-lH-^l ^l-2-^>s ^-^ a> 
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45) l-( A] i§ o] v) ic-^^-A] )-6-(2-S.S.^-4-^ )-3-sfl ^-1H-^1 s 

46) 6-(2-w.SS.oj]^-Al )-l-(^^- 1 iil^olp]i c -^4Al )-3-2j]^- 1H -oi ^1-2-^]- s 4 a] 
a> olll! o]]^ E fls 

47) l-(^^-^m o l^l^-7^4^1)-6-(2-£Sfl-4-^^l^Al)-3-^l^-iH-ol^l-2-7> 
^4a]a> tert-Jf-li ^l^Efls. 

48) 1- ( M m °] *1 h^-N-^} ) -5 , 6-^1 -1-^-3-^)1 ^-iH-3E)]^-2-^> 

49) 4-(2-<>l i£S^?M£^-3-(5^1 m°l *l ^-^a] ^-3^*1^-5-11 

50 ) 1- ( e- g^-pfl Tfi o] p] ^-^a] )-6- ( 2-3.^-4- 1H ^1 ) -3-311 ^[ -1H-<?1 31-2-7} 

51) ^ o] n] ^-jV-^-aI )- 6 -(2-S.i^-4-^ <>\) 4 A] )-3-z\] ^ -1H-*1 

52) 3-(3-#^-^.S-sll ^ )-l-(^^-^l ^ o] v) ±-tf-^X\ )-6-(2-£i?l-4- , ai -If- a] )- 
1H-<?1^1-2-7>^^-a1aJ- 

53) (e-^j^Al-i-C^^-^^olPl^-^-^Al)^-^^-^-^^^-^)^^ oflTg 
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55) 5-[2-(5-°fl fs) ^ ^-2-«a ) <i ^1 ]-l-(^ ^±-*)l ^ o| n] ±.-N-^X\ )- 3 -^j ^-lH-^l 

56) l-(^^-^l^o]nl^-^Al )-6-(3-^l^HS.^Al )- 3 -p-m^_ 1H _oi v£_ 2 -7}^ 
57) l-(_^ ^ °] v] ±-m-^X] ) -6- (3-3*11 ^.3.^X1 )-3-b| ^1- 

2-^1- SJi A] A> ^l^Bfl = 

59) 3-(5-#S.SH] o_^-2-^)-l-( ^^-^l^olcl^-^AD-e-CS-^l^s^^l)- 
lH-^1 ^1-2-^^1^ oflig ofl^l^ 

60) l-(-H^-^^o] 1 nl i -_ yV .^.Al)-6-(3-^ 1 dS^Al)-3- m -l-^-iH-ol = -4 

61) l-(^^^^m o l^]^-^Al)-3-(4-^l^Al^^)-6-(3-^]^HS^)-iH-^ta- 
62) 3- fe [ 1 , 3 ] ^ ^-#-5- «J -1- ( .H #-b-*H H °M 2c-A^ *1 ) -6- (3-3)1 ^ SS^^l ) - 
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63) 1 l-[6-(3-5ll )-3-s) e] ^j-i-o^ ^ ^ ] n _^.a>^ = 
64) 3-¥j-&-2-<£-l-(^g-^-v\Mo}v} ±-N-2r*} )-6-(3-^l^HSf a] )_ 1H _o]^_ 2 - 7 ]- 

65) 3-^1 g^±-*H H o] v] ^-m-SlX] )-6-(3-^l ^S^a] )-ih-*1 ^-2-9} e 4*1 

66) *1 ^-7^^-Al )-6-(3-^ll ^SS^a] )-1H-<?1^1-2-^^-a] 
67) v) h^-N-A-^l )-6-(3-sll ^HS^-Al )-3-b) ^-3-^-^-0] 

68) 3-a] fSH e g^-^j ^o] p] ic-^A] )-6-(3-4 >d = 3.4*1 )-W-o± v&- 2 - 

69 ) 1- ( = 1 o] i3] i- x\ ) -6- ( 2-S.g. ^ -4- ^ <*fl 4 a) ) -3-B) inffl-3- ^ - 1H- <?1 

70) 3-te[b]H]^^-3-^-l-(^^-P|l^o]pl t -^Al)-6-(3-5|]^H.S.^l)- 
lH-^^1-2-^4^1^ ^ll^Efls. 

71) 3-(lH-°l n] 4#-4-«i )-1-(^^-p11 ig o] n] i^-^Al )-6-(3-J*H ^H5L4a1 )- 
lH- < el^l-2-7>s.^-AlA]- d\)^ ofl^Efls. 

72) 3-(l-^l )-l-(_M ^-pfl 1 ol xj] h=.-N-^X\ )-6-(3-s)l ^ = 3.4^ )-iH-£l tffl- 
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73) 12 o) n] ±-tf-g.x\ ) -3-sll ^-6- (3-4 ^ = S^-aI )-lH-<?l 

74) 6-(4-^^SSll-2-^4^Al)-i-( E^-^^olpli^-^Al)^-^^-^-^^- 

75) g^*l| 1 o] n] ic-^-^-Al )-3-5Efl ^- 6 -(3-3i)) ^ n s.M-X\ )-lH-*I t|-2-^q H 

76) M^^-^l€ 0 H^-V\M-*l)-5, 6-^1 -1-^-3-211 

77) H n) ±_-jv-SlX\ )_ 6 _ S . i ^_4_^ ^ ^-3-4 ^-lH-*] ^-2-5^^1 

78) H o] ^-y^4 A] )-3-^ll ^-6-(2-3| si 13.-2-^*^1 )-lH-S! iffl-2-7> 
e^-A] ^> o]]^ ^31 s. 

79) 6-[2-(5-<*D m-s) 51 ^-2-^3 )-<^^l r£o] Ti] i^-^Al )-3-s)l ^-i H - 

80) ^ o] xi] ^-M-^X] )-3-s|l ^-6-(2-3r) ^-2-lH ^-a] )-lH-*l ^-2-^V 

81) 6-[2-(5-^l si ^-2-^) ofl ]-l-(-H^£-*)l € °1 *1 i^M"*l )-3-^ ^_ 
1h _o]^1_2-^1-s^.a1aJ. ol^^^^ol-plc 

82) ^m-[6-(2-S.i^-4-^^l^-Al)-3-3Ejl^-6i 1 gi-i-^e]^i]o>^l N -^-a>o1^. 
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83) 5 , 6-a] ^S.^X\ -l-( _E ^ o] ^-7\^a1 )-3-^l ^-lH-^l ^-2-7> 

84) 11 °1 *1 t-A^-X| )- 6 -(2-S-S1i-4- < a ^1 4*1 )-3-^l ^-lH-<y 3l-2-7> 
h^aIav o^Jfig ^^Efls 

85) l-(_Ee^-*ll € °1 *1 i^-A^X| )_ 6 -(2-H.i^-4-<a <*fl ^-a] )-3-s)1 ^-lH-^l $1-2-7} 

pf|ig oil ^ Ell s 

86) l-( ^1 ^-^1 ^ol ^1 ic-jina-Al )- 6 -(2-SiHl-4-^o11 4 a} )-3-4 ^-i H -ol^-2-7>s 

87) ^-*11 ^ ol n] ^-y^-^-Al )-6-(2-S.i^-4-<lH )-3-tf\ ^-lH-^l 
^AlA]- ojl^EllS 

88) 3-(4-#^S-^^)-l-(^^^-^^o]til^-^Al)-6-(2-S.5E^-4-^^^-Al)- 
1H-^1^1-2-7>s4-a1a]. 6])t£ c^l^Ells 

89) l-(^&^-v))Ho) v] ±-M-SlX] )- 3 - 3 E|l^- 6 -(2) ^ rl-2-^^s.Al )_i H -o] ^-2-7> = 
4^1 a]- oflTg ofl^Elle. 

90) gk±-*l| 1 ^1 p] ic-^Al )- 3 -3J|l ^-6-(5rj el ^-2-<H4*l )-lH-£l ^-2-7>3 4 

AlAj- ofllg oIl^Ell^ 

91) 6- ( 3-^11 4*1 € ^ 4*1 ) -1- ( ^ H € °1 *1 ^-#-4 *1 ) -3-^11 ^ - 1H- ^1 € -2-71- 24 
AlA> oflig bH^Efle 

92) l-(-^^-^l^olPl^-^4Al)-6-(2-S.iH-4- < a^l4-Al)-3-Bj^.^l-3- 0 i-lH-^l 
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94) 3-€S[b]^^-€-3-^-l-(-H^-^l^^^l^-^^l)-6-(2-S.Ssl-4-^^^- 
*1 )-lH- < ?l^l-2-5'>s.4 A l-t> o1^iS^^o>p1s. 
95) 3-C4-1- ^ % °] *1 ) -6- -4- °\] ^ )- 

96) 3-( )-l-(.M ^±-*H H o) m] ±-m-^X\ )-6-(2-£iS-4-^1 )-lH- 

<?lia-2-7>s.-4A]A] : o]^h.S.^^>d1^. 

97 ) 1- ( M ^-^1 € d l *1 ±.-N-A-*} )-6- (2-2.5. ^-4- <H <*H ) -3- (2 , 4 , v\] ^ iffl 
^)-1H-<?1€-2-7>s^-a1a1- 6fl^ ^l^B)ls 

98) 3-(2 , 6-^ ^1 ^-^1 ^ )-l-(-S 1! ^1 *] iL-^Al )-6-(2-£.3E.iil -4-<iH )- 

99) H °1 ^-y\^X| )-3-5)l ^-5-(2-5£| Si ^-2-<iHl )-lH-^l €-2-7} 

100) l-(M&^^°]v\±-N-£r*\ )-5-(2-S.£^-4- < iH^-*l )-3-s)l ^-lH-^l€-2-7> 

101) l-(^-^l^ 0 l u l^-^Al)-6-(2-25^-4- o a^l^-^)-3-5|l^-lH-^l^l-2-^> = 
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102) 3-(3-l-^S5i] ^ m °1 ^1 i^^-A] )-6-(2-s) ^-2-^^ ^-a] )- 

103) 6-[2-(5-^l €^^^-2-^)^1^! ]- 3 -(3-#^s 5ll 1 d)-l-(^^- 13 11^ol 1 al^- 
104) 3-(4-^l oj-icsfl ^ )-6-(2-S.£^-4-<iH ^-a] )-1-(_H^±-p]| ^ o] v] ±-m-SlX] )- 

105) l-( M H *1 *1 ^-TM-a) )- 3 -5il ^- 6 _(2-3il ^ ^-a) )~1H-<?1 ^l-2-7V 

^^-AjAl- 0]^S^.:g <^EflS. 

5] 

^1-71 s^ai 2$\ <?M£r s^l-i: RiNHOH^- ^ ^r-g-Al ?1 , 2^ NH 2 0H^ ^r^- 

^-§"^1^ ^7] S)-^-Al 30} Ji.Al 5)-^^. afl^ Jpr 0 -) # A]7l^ ^ a 

f-^Kr, *ll 1 ^ -FK£*H^ all 

[sj-HH 2] 
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[sHH 3] 




a, Rs 



5£tt 0.5. ^31* ^Hr, Ci- 6 M iEfe c 3 - 6 4°ltsM°liL; 

R b £ R C ^ ^ s-igaj o. S H , d- 6 EEfe C3-6 a>o1 SS .^o1ji; R d ^ o, S a 

NR a olcf); 

R 3 ^ Cx-6 <M, C3-6 4 c ltSt^, Sfe- ^^JLJhL H, *S.^a, CN, NH 2 , N0 2; 0R\ 



R 2 tt H, CN, C0 2 R a , CH 2 C0 2 R a , CONrV, 




, 5E*r n^)JL (°H, R a ^ H, 
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to b V *Q «P V 

R4, R 5 , R 6 & R 7 ^ ^ ^-^iLS. H, OH, 0S0 2 CH 3) 0(CH 2 ) m R e , CH 2 R f , 0C0CH 2 0R 8 , 
0CH 2 CH 2 0R g 5&^r 0CH 2 CH<HR g ^l^L, R 5 ^ R 6 ^ ^) 0CH 2 0# ^ &4 (*1 rtfl , R e 

H, fe^, C3-6 4°ltStl, M-Hii, 



"K> ^ ^O-O ^ 

N . Xa R a ^ S O 



— R 8 

0^> 



iE^ ojo]^O.S. H, 
*5.:ffl, CN, NH 2) N0 2 , 0R a , CF 3 ^ C00R 's °l-¥-<H2i ^U>^ ^ o)<# 



-f-N R d 

o\ ^1^1* g±r ^M°)5L; R'tt 0CH 2 CH 2 R s 5E^r N — / o]3i; R 8 ^ j 



H, CN, NH 2 , N0 2 ^ 0R a S ^i-j- 



6] 
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1) §>7l 5^ 3^#3l|- 0;}7} sf-tj-^ 6^1 ^T^l^ *>7| S^-*} 70} 



o 



[sj-^ 6] 
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13 ^S" 7] 

*ll 5 5U°H, 

3 *fl^Kn; 2) SJ-tlH 11^ SHHM; ^s}- ^hg-Al^ §1-71 fl-fl^ 12 

^ 3) 3\-n-q 12^1 a>s). *}--§- 03 d]^ s. 

[^-■Sl-xj 9] 




R 4 
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#7l R 2 ifl*l R 7 ^r #7l *)1 5 ^^tb w>fif ^-rf. 

8] 

1) ^r>7] sJ-isH go] ^.^.af. §>7l 13^1 ^-^-#-ir SH-a]^ is}7) U 
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R 7 O 

R 6 x^A 5; ^A v ^ R 2 

R 4 



[3^^ 13] 



o 
X 



14] 



R 7 O 

*r^f o^r 3 



[^T* 9] 
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1) *}7l S^-SH 15^ $-^-2r tif^ St-g-Al^ S> 7 ] 3j-*H 16^ 3^#^ 
[S^-H^ 15] 



#7] -*HH, R3 ifl*l R 7 ^ #7) *fl 5 ^<*H H><4 ^-rf. 

[^D" 10] 

2^1 <?l^!^r ^HM^l, 
1) §1-71 3^ 17SJ «Kg-Al^ §>7l 18^ ^1S§> 

Ji; 2) S^*H 18^1 3^1-^ #^#pfl# °l-§-*M ^Al7l7m, 




[s|-«}-^l 16] 
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17] 




#71 *HH, R 2 ^ R4 Ry^r ^>M *)] 5 ^ ^ tb ^ ^rf. 

11] 

^1 5 9X°]a\, 
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^lii, Ci-6 M SE^ ^S^lal, n^r 0 £E^=r 1 ifl.*l 5^1 ^^r°14. 
12] 

^ ej=3}-3 o.s. ^-S-£)^ if^m, *0«M^ ^-S-^KPPAR)^ 

13] 

*fl 12 %H1 
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